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(57) Abstract: NPYY5 receptor antagonists 
which contain compounds represented by general 
formula (I), prodrugs thereof, pharmaceutical ly 
acceptable salts thereof or solvates of the same 
wherein R 1 represents lower alkyl, cycloalkyl, etc.; 
R 2 represents hydrogen, lower alkyl, etc.; n is 1 or 
2; X represents lower alkylene, lower alkenylene, 
arylene, cycloalkylene, etc.; Y represents CONR 7 , CSNR 7 , NR 7 CO, NR 7 CS, etc. (wherein R 7 represents hydrogen or lower alkyl); 
and Z represents lower alkyl, an optionally substituted hydrocarbon cycle, an optionally substituted heterocycle, etc. 
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-g-fiftr 3 r 5. 4*5lgDI4IgCfc5^ttlSE©I«ttiV^ 

O „ R 2 



I! p2 



6 O 7 W 8 

^ 9 vo^ — ►VoV 

XHF ' O ^ . R 7 I8D <*^> ^ R 
(I-B 1 ) (I-A-) 

20 IgC 
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IgF 

»Binsis**t^«i ( i - b') ^#5, ffommt Lxi*mz.i*7*; 

-<>9^, "»79zs* 7tfy, r-feh^hy/K — 

ItD 

20 Vc&m ( I - B' ) S:±BISDiH«IJ:Srt;**tft^* ( I - A' ) 
5. 

[Y = NR 7 CO©|^] 
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R 2 HN-X-NHR 7 Hal Z » R 2 HN-X^Y Z 
10 I* 6 12 °- 



Rl '!' Hal R 2 R 7 




o 
II 





(l-D) 



#iB-§-ttfitfi5i mm) 
igG*3j;i;iiB 

nbtitcfc&m i 2 £±iBimB t B*i:K«;*fcn - 2 x-hz>\t&v> < 1 - 

C) Sr#5o 
igc*3J;r;iID 

■fk-e-tt (I-D) «rH5iitt*5. 
[Y = OCONR 7 ©i^] 



<*t«, #E^«Hiii5i mm) 

IgH 



R 2 HN-X-OH 

13 



OCN— Z 14 



ISH 




15 
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3L=f-;VX.~- i/^ou^^^, Y/U^.^, ^<V^^, v^D^df- 

^nn*M, gf®?^?vK ^9^. 
Vlr**)-^, 7th>, T-fe h y ^fc <fcl>•^;ftfe^^^£^;& s ^£ffl*^^-C 
5 IgCj3±t;igD 

d 5.LT#6>^fc'(k'fr* 1 5 fclSCfcitflSP £ (*] 43* o 
W^&Zfc&tfo ( I - E) 4#5iiiSt#5, 

[Y = CSNR 7 *fclJNR 7 C S 
10 YtfSC S NR 7 £7t#N R 7 C S"CfcSfc-&^ (1) & 5 « , ± 

( I ) ^ a — y ^f£|g (Lawesson's reagent) £ fcfitSSS'ffc 9 

A/tiaft**'!', 3 o°c~ i o ot-c$:#~&i$p^£&£-£6 - 

15 ;H-r/l', *S9 W * 9 ^<^i?V N dfv'U^, i/^D^^-y-V, 

^^■^V, ^DDt^A, gls&aifvK Sf&^/K ^V*^, ^9>. S?* 

rA^A'yWUfc^./K 7D-/i'^;v*=/i', {SSJT^dr/i'^yU^jr.vK TD-A* 
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W^s, 5/* o^^-fr i', ^=¥-9->s ^oo*;VA % flfK^fvK g^^/K 
^79is. 7t hy, T-fe h= h y /^fcitf^tib^Jl 

&®&m&tem*imvh*>. usatiit p?*^, try zKSfcib^ h y 

10 ^ ( I ) fcifcv^T 

li^l|5~6©->? BT^Wfci (WT> R 1 ^Rl-2-Cfc5it5) 
15 te-&$>> 

R 1 n >"C1K1& StlX^X £.Tt s $t$i§k3 ~~ 1 0O7^^t fc5 (IJAT^ 
R 1 i s R 1 - 3 t*fe5 tt5) 

20 

R2 i js**£fctt:|&*aU~3©7vi'**-e;fc5 (£*T> R 2 dSR2-l-?fcS 

r 2 sjs**-o*>$ ({sATn r 2 a J R 2 - 2 x*hz> tirz>) it&tis* 
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-©- 



-©- 



-0- 

g&££*T L-CV>t 1 t) J:v^^-*7a ^^W^*fctt«lfe364:*UT 



-©- 



-0- 



i^/u-CfcS («T, X#X- 3tfe5 ft^-*, 
20 A- A h U < li^o yy ^ 38 T ^ A "C* fit £ ;ft, T V"» T h n T 3- 



25 



WO 01/37826 



PCT/JPOO/08197 



(EUT, Xi«X-5-efc5i:t5) 

Y^CONR 7 , C S N R 7 *fcttN R 7 C 0$fc{4N R 7 C S "Cfc t> , R 7 ^ 
10 Y^CONH, CSNH*t»NHCOtfc5 (»T, Y^Y- 2 t'feS 1 15) 

ft**, 

Y^CONH-Cfc5 (£iT, YiSY-3tfc5tt5) 

lt-fcstts) 

Z - (CR 8 R 9 ) r-W- (CR 10 R n ) s-V 

R 8 ^ R 9 ^ R 1 °:fc<fctfR 1 1 te&*$biLLX*m-&1Zte&'&T/l'* 
9, 2Sl±<DR 8 . R 9 , R 1 °*3 «fct>V£fc»4R 1 1 /JS#^Et-5 t # , 
20 #*©R 8 > R 9 , R 10 *34:tfR 11 {4g&oTV^'b«fc<, Wtt#»*\ O, 

sjfcBNR 1 2 -Qh v s R 1 2 tt**, /u*/\st.tcn7 *~^-chy , 

V«tK^, g&S£*T LTVnT 4><fcV^->* d7;^;K tt V^T <fe «fc 

25 & 5 ] 

(KT, Zri*Z - it5) -fc'&fcK 
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Z$l- (CH 2 ) r-W- (CH 2 ) -r- V 

5 7***, MTA'a**/, ftft 7 75/, te«7>K*A'7 5 , 

7y-;W tS>9, r « 1 ~4 W^^CT-fc 5 . s(10~4©ltt'J)5] 
■CfcS (£*T. Z#Z-3tJ!>5it6) it&ti). 
Zi55- (CH 2 ) r-W- (CH 2 ) s-V 
10 [at** O, S, NHtfcBNMenH, V te^rtL^ttE&g & 

<£®7/V*/K ,/«i*7A"*>K ffi»T4'=> 7?; ifciJM7 

;K^7 5/ ) tfcD, r tt 1 ~ 3 5 , a ft 0 * fc tt 1 t? 5 ] 

15 zasg&££*r ltv^ fc<fcv^fc7Kaf£5tg 

AO ; 

*A-7S/, */^n7W, v'T y J3 «fcT>V£ fctt~»7 oit^S) ; 

25 A' ; W?;^/!'*/^^^^ ; 07^****^*^ A- ; k K p * 

W 5 / ; 
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5 i^7x=;V ; 

; 7 * y * v ; ^-=^y ; 

J: V» fc K a * V ; / A* % Zf Y ; n y y ; fa®. T A* ;V ; *y i? a 7 ^ * ^ ; {£ 
17/1/3 df- i/ # ;V — A' ; 7 S/ /u ;75/; <£® T^a*'/*^^?; ; 
fcyu^*-^ ; ^-de y ; 7*~A- ; T A> =» * V 7 * ; = 

ffc5 (glTs Z35SZ-5T?fcSii-5) 

20 =»*V#^*-/K §,7 /fcitf/Sfctt? «fcv^ 
= v'* -(g;iST^=» V^o7/i'#/H3J;U t /JfcH:' s Tni 

25 >f^;iS«7^^, FB*->tt«7*^, 7*/A-, ftftT 
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XLX*/jLtL\z** yeg&£ tit v^~t fc .t^^rDS^i^f pf^*^ ; 

(^T, ZtfZ- 6T?fcS te^fcK 

=■ /W*3 J: Xf/^tz |i 7 * = A-^BIfc S *LT V* T fc J: v^fcfc 7 * A- ; u y 

J: tf / * 14 *> ^ o T ^ * A'-CMtfc * iir T t> J: v^ttik T ^ a * ^ : ^ 
oTA^A- ; 5/* dT^***/ ; 7 v'A' ; (SST^^^f t ; {6f&7A-3r 
A- ; ttUTA-*^, fc Fu*i'ft87**/i', TV/i'feitf/* 
15 fc«7^-y^T'g^$^-CV^-CfcJ:V^r ^ 7 ; fc*^ U v? A-fBlfe * ftf V> T fc 
X — /V ; »/^nTA'*^A'77*^A'i 7 A' * Is 1/ 'J * *S ; 7 * / 

3r ; 

-MT A-^A'-eB&Sft'CV^ fc £V^A-# y -/Vfc U< te^E-A-* y 7 ; fc Kn 

20 :fcJ;z>V*fctt**y^g&$;ftTV^fc<fc^fc 0 ^y i?A- ; fc Pb**/, #A"< 
A-*3 J:t>V£;/tl3;d-*yT*m&£;ftTv^fc,fcv^' , n y v?~A- • 7 *.=-A>t. 
fc«fc°y $ ^/u^B&£ftTV^fc J^fc 0 ^^-^ ; v?t Kof!) ; fc°n 
y A- ; fc°D y.= /W ; ^a?y&£Xf/1i1Zte&%k7>l'*'l'X-Wi&&tlX^Xi>£ 

25 A- ; << yt^t/y^ ; te»r A'df-yuja J:tJ«/*fcK73:=yVT?ejft**L*CV^X 
fc «fc h 7 ✓ y A- ; y F y = A- ; W y F y A' ; h 7 fc F n df- y y A' ; {£® 
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T yF^7Pinf^Tf<rnra: % jt^v/f r / v ^ ; x~w& £ fix x t> 
i^r h7t Ko/f yf ; y t?g&£ixTVN-t fcii/^vV t*7 = 

; > ; rl<7t Kb tr^st/l^**^ ;f h7t Kb 7 y /w** 5/ ; MT/u*^ 

5 xm&£fox^x h y V)V7.)v-fc=.>v) -cfcs (WT, z i5 z - ? -c 

10 7 1 h 9 t Kb ^7=^*^) T'feS (tiT, Z^Z-8 ft* 
* , 

p^V. <S«r/W'*yu, ^nyyfi«7^*A', (SiKT^='^v', /-^#y*K 
T A"* -A" r^/W, jfrA-tf v', <SSkT/W = * S/#/H*=/K 75 A 

15 te»7A"*A'7' 5 / , y*=/K -7-7?vK ^oy^-Cg&^ftTV^ <b <fc 37 

/Nayyr-®&£*t-CV^'i> £1^*/ *v\ V *3 «fc T>V£ fc 
tttettr A'*A'-eitlfcS;h»'0>-c i t> <tv^-r u!t:££) -efcs (^T, za*z- 

9 -CfoS ft**, 

/k ^y^fvKy/K -fypy=yu % y-r ^ k y i' y ;k ^^y* 

t'7i;K ^O'X^-drlfyy^, ^^/fi-/K ^/f7/!l^ 

- ,u ; 7>//v ; |g7;i'3 ^-y^/Vstf — A'te»7A"*A' ; A# y* h ; -ttt^ 
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ft-ci^Tt ±1^^* y /) -efc5 (WT, z^z - 1 0-cfc5tt5) fc-g-*, 

10 ±©36) -CfcS («T, Z^Z-1 IffcSitS) te-£^> 

R 1 #R 1 - 2 -Cfc *> , R 2 2 - 2-Cfc<9 , n&2-ChV. X, Y*JJ:tfZ 
©la^-S-fr-fr (X, Y, Z) flS»T©ft*'&k*"e*>5fc£ , »* 

(X, Y, Z) = (X-3, Y-2, Z-l) , (X-3, Y-2, Z-2) , (X-3, Y-2, Z-3) , 

(X-3, Y-2, Z-4) , (X-3, Y-2, Z-5) , (X-3, Y-2, Z-6) , (X-3, Y-2, Z-7) , 
15 (X-3, Y-2, Z-8) , (X-3, Y-2, Z-9) , (X-3, Y-2, Z-10) , (X-3, Y-2, 
Z-ll) , 

(X-3, Y-3, Z-l) , (X-3, Y-3, Z-2) , (X-3, Y-3, Z-3) , (X-3, Y-3, Z-4) , 

(X-3, Y-3, Z-5) , (X-3, Y-3, Z-6) , (X-3, Y-3, Z-7) , (X-3, Y-3, Z-8) , 
(X-3, Y-3, Z-9) , (X-3, Y-3, Z-10) , (X-3, Y-3, Z-ll) , 

20 (X-4, Y-2, Z-l) , (X-4, Y-2, Z-2) , (X-4, Y-2, Z-3) , (X-4, Y-2, Z-4) , 

(X-4, Y-2, Z-5) , (X-4, Y-2, Z-6) , (X-4, Y-2, Z-7) , (X-4, Y-2, Z-8) , 
(X-4, Y-2, Z-9) , (X-4, Y-2, Z-10) , (X-4, Y-2, Z-ll) , 

(X-4, Y-3, Z-l) , (X-4, Y-3, Z-2) , (X-4, Y-3, Z-3) , (X-4, Y-3, Z-4) , 

(X-4, Y-3, Z-5) , (X-4, Y-3, Z-6) , (X-4, Y-3, Z-7) , (X-4, Y-3, Z-8) , 

25 (X-4, Y-3, Z-9) , (X-4, Y-3, Z-10) , (X-4, Y-3, Z-ll) , 

(X-5, Y-2, Z-l) , (X-5, Y-2, Z-2) , (X-5, Y-2, Z-3) , (X-5, Y-2, Z-4) , 
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~' (X-5, Y-2, Z-5) '~TX-5, ^2,"Z-6r, (X-5,^27-Z-7) .-(X^r^-^r 2-8) , 

(X-5, Y-2, Z-9) , (X-5, Y-2, Z-10) , (X-5, Y-2, Z-ll) , 

(X-5, Y-3, Z-l) , (X-5, Y-3, Z-2) , (X-5, Y-3, Z-3) , (X-5, Y-3, Z-4) , 

(X-5, Y-3, Z-5) , (X-5, Y-3, Z-6) , (X-5, Y-3, Z-7) , (X-5, Y-3, Z-8) , 

5 (X-5, Y-3, Z-9) , (X-5, Y-3, Z-10) (X-5, Y-3, Z-ll) 

£ P>K, *»»(DNPYY5S«#ttR)BBNPYY 1 ** * Y 2 K *t 

BMfcafci*** l-c^s. np Yri*ra-c«Mfc*fe 

aHH^A*©!^/^ tit JEW 8b -fen h = ^ h^^tf-^-PlM 
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l^k ^ACgoS^tSU, «*0. 05~100mg/kg/Btfe!), 

#£t<i*o. i ~i omg/k g/BoKH^t'fes, #m 

a*8«K±!l*#<R*5i»^ il?l?0. 0 0 5~10mg/kg/Bffc5, 
25 0Jl<|iO. 0 l-lmg/kg/BOlSSrttfeS. 1 0 1 @~f lei 
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5 gmmi as** < i - 7)--0>^j* -■ 



O OEt 

^Kt Fy!>A (995 mg, 9.38 mmol)$r7K 30 ml I, (1.0 

g,8.53mmol)£ N-*^**^ h * 5/7 ? /W 5 K (2.49 g, 11.4 mmol)£*P X.^®-? 
10 -&£#Lfc. fcfcR&ttfcfcifiit&iP*. pH 1 £ Lfc. «fttJ LfcfcA L 
■CttlM-5 £ ilHJ&fl 5 1-72 g iR^82%-C#?>tufCo 

1H-NMR (CD 3 OD) 8 ppm: 1.59-1.77 (m, 4H), 2.34 (t, 2H, J = 6.3 Hz), 3.69 (t, 

2H, J = 6.6 Hz), 7.78-7.87 (m, 4H). 

I21g 

^co,H 1-(COCI)2.DMF *° 
O /-CO2H /CH2C , 2 o — ^HN 



2. 4-t-Bu-aniline, Et 3 N ^J^ 0 




15 



C 13 H 13 N04 C23H2 6 N 2 03 
Mol. Wt: 247.25 Mol. Wt.: 378.46 



% 1 JmX*'&btlfrfcG%K1.0 g, 4.0 mmol) tSU^^^ a n ^ * ^ 5 ml lC 
i£fl¥£-fr, 7K?nT^- :3 f-iM'^^Dy F (0.459 ml, 5.2 mmol), DMF trace 5rJP X. 

V5mlSr7JP^, 7k?&T 4-7^/WT= y ^(664 mg, 4.4 mmol), hyxf;U7 5> 
20 (0.564 ml, 4.4 mmol)£AP;tfc 0 M"? 30 £ $ . S.I&m&fc^hV * 



34 



WO 01/37826 



PCT/JP00/08197 



1.49 97%"C#6)^^o 

1H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.5 Hz), 1.27-1.39 (m, 2H), 1.51-1.62 
(m, 2H), 1.72-1.84 (m, 4H), 2.40-2.46 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.76 (t, 
1H, J = 5.7 Hz), 7.12 (d, 2H, J = 7.8 Hz), 7.33 (s, 1H), 7.42 (d, 2H, J = 8.1 Hz), 
7.71-7.73 (m, 2H), 7.83-7.86 (m, 2H). 
B3II 



o .9 




C23H26N2O3 C 15 H 2 4N 2 0 
Mol. VWL: 378.46 Mol. WL: 

248.36 



10 »2lSt#fcW (1.49 g, 3.9 mmol) £x f^7/V => — * 30 ml i^feM £ 
-tt % t F9 v 5 ^ 1 *fQ«fc (0.591 mg, 11.8 mmol)£*P;i 50°CT* 3 B^SfS 
*§&£©*L lmol/1 NaOH*^*P^RK^f ^T-ttttJ bfco*^®^*^^^ 

83 %-C#e>ttVt 0 

15 iH-NMR (CD3OD) 8 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.28-1.40 (m, 2H), 1.50- 
1.62 (m, 4H), 1.67-1.77 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.68 (t, 2H, J = 7.2 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
I4IS 

Mo?^ 2 :*2l°36 

20 %Z lS-C#fc^^«(808 mg, 3.25 mmol) «r*ftT*C^* n a / ? y 5 ml 
lc:fiiS&-fr, 'fy^ntf^^s^^n!) K (696 mg, 4.9 mmol)* HUx^/W 
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75V (494mg, 4.9mmol) £JD;t7to KJ&f&^ki'n T 1 &ffflfcJ& £ -B\ 

5 iH-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.27-1.40 (m, 2H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.69 (m, 4H), 1.77-1.86 <m, 2H), 2.38 (t, 2H, J = 7.2 Hz), 
2.56 (t, 2H, J = 7.5 Hz), 3.12-3.21 (m, 3H), 4.38 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, 
J = 8.4 Hz), 7.36-7.41 (m, 3H). 

10 mMM2 4t&to (I -10) <D4trfL 



20 



o 
s 

HN-4 >-x -^T Cl 





H 2 N~ 



l#3j:U-e&1tik&m\Z tert-^^/V^^^^ = n V K(689 mg, 
4.9 mmol)*5 <fc t>* h V xfyUJ $ is (494 mg, 4.9 mmol) t *P x. 5 SkftteMMW 
15 1 » 4 18i I ttfll^HiSrM tfe. 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 <s, 
1H). 



n&m 3 it&m ( 1 - 1 1 ) <d&j& 
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\ mCPBA 

M C o1«i S 54 M C ol.«& 
MM® 2V»fcte£fc<352 mg, l.O mmol) Sr*ftTtv?^ a a > ? V 5 ml K 
mCPBA (259 mg, 1.5 mmoDfcflP *-fco M-l KfrfflRfl? * 
tt»U 1 molA NaOH. Na 2 S 2 0 5 , LfcTKWEl*^ ^* *> * 

•T5i:gW®l^ 338mg 4K^92%-C#P>tu^o 

1H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H. J = 7.5 Hz). 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68(m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (t, 2H, J = 8.1 Hz), 
10 7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 

%%m* ( 1 - 7 2) 
m 1 ig 

C 7 H 13 N02 C 8 H 15 CIN02 

Mol. Wt : 1 43. 1 8 Mol Wf. : 1 93.67 

15 mWTS. /m i^xft. h?i/*#©»*#n (1.0 g. 8.53 mmol) 

>X> 7.5mlKi3ft?U WTf^^y K (1.0ml, 13.7 mmol) ZDQZMfet 

fcftfci?***'*-' f;Kft^«it5!: 1.25 g 

jr* 93%-e#e>tLfcc 

20 1H-NMR (CDCI3) 6 ppm: 1.50-2.60 (m, 9H), 3.08-3.36 (m, 1H), 3.67 (s, 3H, 
C0 2 Me of cis isomer), 3.71 (s, 3H, C0 2 Me of trans isomer), 8.15-8.55 (m, 3H). 



H 2 N «^ SOCI 2r H 2 N^ 

MeOH HCI kA C o 2 Me 
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%21M 

HCI U 6 , mCPBA ^1 ll 

C fl Hi 6 CIN0 2 C 12 Ho 3 N04S 
MolVVt 6 : 193.67 MolM: 277 .38 

cis isomer 

1H-NMR (CDC1 3 ) 8 ppm: 1.39 (s, 9H), 1.52-1.99 (m, 8H), 2.43-2.53 (m, 1H), 

3.42-3.55 (m, 1H), 3.69 (s, 3H), 3.85 (d, 1H, J = 9.0 Hz). 

I3IS 



^S^Y^l NaOMe ^S^V^I 

Ob kA C02Me MeOH OO k^" C o 2 Me 



C10H03NO4S C 12 H 2 3N04S 
Mol 1 ^?: 277.38 MolM: 277.38 



10 g!^^/UV75 K (19.4 g, 70.0 mmoU >^W. V 7 ^ *W<Dfe&m) £ * 
$ 30mnci^«?$*, 28% tMi^>f7-F (28.4 ml, 140.0 mmol) 

ZfoTL 22 B#P^M£#L7t 0 &i&£©£m* d D*;^t*tl?tJniol/l HCI 
^Tk^T^^b^^?,, tKI^ pH=3 i*5lfc-C*P*.> *JIte* o P*yWA-?tt) 

tf* 7.75 g HX^ 40% -C*#bftfc <J 
. trans isomer 

1H-NMR (CD3OD) a ppm: 1.16-1.32 (m, 2H), 1.39 (s, 9H), 1.44-1.52 (m, 2H), 
1.98-2.09 (m, 2H), 2.14-2.29 (m, 3H), 3.18-3.37 (m, 1H), 3.63 (d, lH, J = 9.0 Hz), 
20 3.67 (s, 3H). 
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I4lg 

>L s .Ny^ aq. NaOH ^S^Y^I 

°'° ^"C0 2 Me MeOH °"° ^''C0 2 H 

WW* f-iXs*.*^ (4.77 g, 17.2 mmol) It * $ S — A' 95 ml 1 
mol/1 NaOH (43 ml, 43.0 mmol) fe*P ^ 

fe e 5^«$r^ffiT^*ibfcm, lmol/1 HC1 Sr*»T*#b*^fe, pH=3 £ 

A i-Zt. BtotoOU^X^m* 4.20g ife* 93% V 

1H-NMR (CDC1 3 ) 6 ppm: 1.18-1.35 (m, 2H), 1.39 (s, 9H), 1.46-1.63 (m, 2H), 
2.01-2.14 (m, 2H), 2.14-2.32 (m, 3H), 3.18-3.35 (m, 1H), 3.80 (d, 1H, J = 9.6 Hz). 

1)(COCI) 2 .DMF / 
■ H 2) H 2 N-0<1> ^.N^ 

>. S .N^ Et 3 N _A > O'o UvN^, 

Bjm#/Utf>& (5.86 g, 22.3 mmol) mt^"D^y 88 ml £ 
-fr, Tk&T^*^ y a y K (2.84 ml, 26.7 mmol)* DMF «rJPx, £ 

I-Cl^SI^U. »«E**ffiT9*U ^nn/? vil5ml£Jn*, 
7- y ^(5.05 g, 24.5 mmol), h !> ai^yUT 5 ^(4.65 ml, 33.4 mmol) £AP X.fc 0 

70%-c#e>^^. 

1H-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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~m), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H). 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 

5 Ht'&ltS (1-2) <D&J$. 



H 2 N-Q~NH 2 UL N 




2HCI 



10 



C 6 H 10 CI 2 N2 C 17 H2oN20 
Mol. Wt.: 181.06 Mol. Wt.: 268.35 

m (500 mg, 2.5 mmol). ^ » ***T 5 ^(773 mg, 7.5 mmoDtr**. 80»KJt 
15%"C# bftfco 

1H-NMR (CDC1 3 ) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.57-1.67 
(m, 2H), 2.66 (t, 2H, J = 7.8 Hz). 3.50 (brs, 1H), 6.57 (s, lH), 6.68 (d, 2H, J = 8.7 
15 Hz), 7.26 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, J = 8.7 Hz), 7.68 (s, lH), 7.75 (d, 2H. 
J = 8.1 Hz). 
1211 

Et 3 N H 

mmm 1 m 4 is t mm\z ut 1 w^^#^o 

20 1H-NMR (CD CI 3) 8 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
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6H, J ="6.8 1^175 9- 1 . 68 (m, 2 Hr~2T 6 a (t , 2H , J = 7 . 8 H ^), 3 .24- 3 .35 (m T 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
7.85 (s, 1H). 



5 mmme £^ d-31) 

H 2 N-^)-'NH 2 B0C2 ° » BocNH-(3"NH 2 

C 6 H 14 N2 C 11 H2 2 No02 
MoLWl.: 114.19 Mol.WT.: 214.30 

fcm*JT%> (8.37 g, 73.3 mmol) illfif^^fy WmUzmm Boc 2 0 
(2g, 9.2mmol)<^**^V(30ml)^£JD;ifCo Ilt?3 

^Vfr-fc-CttJftLfc. ^SriffiTfitStBSt Ltlttfc* 1.8 g HX^ 
92% (BocaO SiP)"C# f>ixfc„ 

1H-NMR (CDCI3) 6 ppm: 1.07-1.26 (m, 6H), 1.44 (s, 9H), 1.84-2.00 (m, 4H), 
2.58-2.67 (m, 1H), 3.37 (brs, 1H), 4.43 (brs, 1H). 
15 S2II 



BocNH" 



iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.26-1.42 (m, 6H), 1.45 (s, 
9H), 1.54-1.68 (m, 2H), 1.99-2.12 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.43 (brs, 1H), 
20 3.90-4.00 (m, 1H), 4.48 (d, 1H, J = 5.7 Hz), 5.95 (d, 1H, J = 8.4 Hz), 7.21 (d, 2H, 
J = 8.4 Hz), 7.65 (d, 2H, J = 8.4 Hz). 
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Md 2 fe N 374 3 52 Moi 7 fe 7 : C ^6°86 
IK^Boc^ (2.08 g, 5.55 mmol) **fcTft»^/«' 20 ml \C®M U 4mol/l 
HCl/AcOEt20ml^*P^feo HM? 1 ttlWRfc $ Lfco 
i Ut @#}$);& s 1.7 g 98%X*#^>tb^o 

1H-NMR (CD 3 OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.29-1.41 (m, 2H), 1.50- 
1.66 (m, 6H), 2.02-2.18 (m, 4H). 2.66 (t, 2H, J = 7.8 Hz), 3.13 (brs, 1H), 3.82-3.94 
(m, 1H), 7.26 (d, 2H, J = 8.7 Hz), 7.72 (d, 2H, J = 8.4Hz). 

H-CI H lUk^s/ H 

C17H27CIN2O C 21 H34N 2 02S 

Mol. Wt.: 310.86 Mol. Wt.: 378.57 



10 

%mm 1^4 1st mmiz u-c 

1H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
15 = 8.4 Hz). 

HM7 fc^ (1-3 2) 
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H 



C 2 iH34N 2 02S C 2 iH34N 2 0 3 S 
Mol. Wt.: 378.57 Mol. Wt.: 394.57 

1H-NMR (CDC1 3 ) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
5 3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
Hz). 

& ft 09 8 4t&to (1-5) <D&f& 
% 1 IS 

1. (COCI) 2 , DMF 
0 2 N^S / CH2CI 2 °> N Tf S \-*° ^ 

10 Jt*«i»2iai:n«K:b'CB»*tr#fc. 

iH-NMR (CDC1 3 ) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.30-1.42 (m, 2H), 1.50-1.65 
(m, 2H), 2.61 (t, 2H, J = 7.8 Hz), 7.20 (d, 2H, J = 7.2 Hz), 7.48-7.51 (m, 3H), 7.72 
(s, 1H), 7.88-7.90 (m, 1H). 

o 2 n_-s p c n H2N ir s v J* 



15 





JgS= h- a # (593 mg, 1.95 mmol), * X (358 mg, 3.0 mmol)C 6 mol/1 HC1 30 
mKTHF6mlSrJnx.50 < C, 3 B# ffl t?R« $ ftSPftSK*: @* b 10% NaOH 
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1H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.26-1.39 (m, 2H), 1.49-1.59 
(m, 2H), 2.50 (t, 2H, J = 7.8 Hz), 4.37 (s, 1H), 6.65 (d, 2H, J = 8.4 Hz), 6.97 (d, 2H, 
J = 8.4 Hz), 7.14 (d, 1H, J = 8.4 Hz), 7.43 (d, 1H, J = 8.7 Hz). 



15 



CI 

H 2 N. 





C 15 H 18 N 2 OS C 18 H 2 4N20 3 S2 
Mol. W, 274.38 MoL Wt, 380.53 

iH-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
10 6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 



<k&® (1-4) <D&f$ 

mi 



ci 

h 2 n_o / 6'° \ JVo o 



C 6 H 7 N03 C 9 H 13 N0 5 S 
Mol. Wt.: 141 .12 Mol. Wt.: 247.27 

iH-NMR (CDCI3) 5 ppm: 1.44 (d, 6H, J = 6.9Hz), 3.33-3.43 (m, 1H), 3.88 (s, 

9H), 6.24-6.26 (m, 1H), 7.11-7.14 (m, 2H). 
|2Ig 
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v N T o o NaOH^ viYV* 0 

CoH 13 N05S „.98HiiNOsS 
Mol Wt : 247.27 Mol. Wt.: 233.24 

iH-NMR (CDC1 3 ) 6 ppm: 1.44 (d, 6H, J = 6.3 Hz), 3.33-3.45 (m, 1H), 6.25-6.28 
(m, 1H), 7.27-7.28 (m, 1H), 7.51 (s, 1H). 

i3it 

1. (COCIfe, DMF H 
v N_0 p /CH 2CI 2 \_ O 




OH 2. aniline 

iH-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.68 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 

nmm 1 o \i&m ( i - 2 8 ) 
m 1 is 



o 




OEt 



H2N-(~)" OH Oj N "0 

H-CI Na ° Me 



•OH 



Mol.m: 1 51 .63 Mol. Wt.: 245.27 

l % l Igilsili: It g tf)^£#fco 
iH-NMR (CDC1 3 ) 8 ppm: 1.37-1.52 (m, 3H), 1.74-1.79 (m, 2H), 2.07-2.13 (m, 
2H), 2.28-2.42 (m, 2H), 3.72-3.81 (m, 1H), 4.09-4.20 (m, 1H), 7.68-7.73 (m, 2H), 
7.81-7.85 (m, 2H). 
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o ocn-4>-^_ p 




mS.*.^°5 3 27 MO C | 2 «°0 4 50 

- 4 .^^« = ^W y-V7t- h(2.85 g, 16.3 mmol)£ THF30 ml 
W 7A- 3 -/u# (1.0 g. 4.08 mmoD.fc** h y K072mg. 1.68 

b h ?y 7 4 J: 9 ^» e W ** S 332 mg ^ 19%-C# ^^^o 
1H-NMR (CDC1 3 ) 6 PPm: 0.92 (t, 3H, J = 6.9 Hz), 1.30-1.40 (m, 2H), 1.48-1.62 
(m, 4H), 1.79-1.83 (m. 2H), 2.21-2.25 (m, 2H), 2.37-2.50 (m, 2H), 2.57 <t, 2H, J = 
10 7.8 Hz), 4.11-4.22 (m, 1H), 4.77-4.87 (m, 1H), 6.49 (s, 1H), 7.11 (d, 2H, J = 8.7 
Hz), 7.28 (d, 2H, J = 8.7 Hz), 7.69-7.73 (m, 2H), 7.80-7.84 (m, 2H). 
|3It 

C25H28N2O4 C 17 H26N 2 02 
M0I.WI.: 420.50 M0I.WI.: 290.40 

-4 .a H 

et 3 N 04 

C21H34N2O3S 
Mol. Wl.: 394.57 

%mm 1 m 3 itis «t xfm&m 2^si:lti mm*®*.* 

15 1H-NMR (CDCI3) 6 PPm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
3.20-3.30 (m. 1H), 4.65-4.76 (m. 1H). 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
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(d, 2H, J= 8.1Hz). 



mmm i i it&to ( i - 2 9 ) <o&tfL 



mCPBA 



H 




HN 




HN 




5 *i«3iHii:ltlft*S:1lfc. 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 8H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
1H), 4.60-4.73 (m, lH), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 

10 

1 2 fc&m < i - 1 14) <d&i& 



mmm 1 ^iiitt^tfc^ d-no) uoo«g) <o v^>k2.i 

ml) ^SCn-^^^i [2, 4-bis(4-methoxyphenyl)-l,3-dithia-2, 4- 
15 diphosphetane-2,4-disulfide](l32mg) ZMZ.. 80*Ct? 3 bfc. 

n _^^ 1) -^= 1 : 1) lCTffi«b, SfcftfeM (82.3mg. 79%)Sr#fc 0 
(50. 5 mg > 48%)#7t 0 





20 



mmm 1 3 \t%m ( 1 - 1 2 0 ) ©-e^ 



us 1 ig 
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10 



15 



S' CI -J H 
^ N C0 2 Et 0 ^ N C0 2 Et 

OLtJ-zV 4-7>M -t'-sy '✓I'- M300 mg)ir h V 5 

y(258 mg)*S^^l^ 5 ml K»» U K(222 

J:9«»S:*S-<C^, 378 mg <D 4.t-7*f^^7^^7 5 M-^ 
O ^ N C0 2 Et S 



20 



378 .,04.t.^^^^5M^h*f*/K^^»^t 
2 ./D.V-^5mli*5 ffl l KM44*ift^y^*»»t 1.77gJH*.l 

U4.fr^^7 < 5 ' y 4? ^ - * < THF 

5 ml feWft L N-7 - / ^*^/M.^f/V7=!) ^ 984 mgfc^^n 

tVUxf^T 5 > 236 mg Lfco fif&S£*fi? # V 9 

-f-|Ej:9ll««r*wftVN, 291 mg © 4 -t^*-**/^ A -*<T 5 / f^V 

1H-NMR (CDC1 3 ) 5 ppm:0.89(t, 3H, J = 7.3Hz), 1.19(s, 9H), 1.25-1.38(m, 4H), 
1.40-1.60<m, 4H), 1.89-2.03(m, 3H), 2.52(t, 2H, J = 7.7Hz), 2.89-3.04(m, 2H), 
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3.14(d, 1H, J = 5.2 Hz), 3.37(m, 1H), 3.96(m, 2H), 6.67(s, 1H), 7.05(d, 2H, J = 
8.5Hz), 7.22(d, 2H, J = 8.5Hz). 
I 311 

*.-;V)T % F£p< 9 J—* 2 ml i^t*?-^ 2 ml Kigfl?L 80%-MMPP 
(magnesium monoperoxyphthalate hexahydr ate) 570 mg £ JD ^ 2 iB. T? 2 P# Pfl ft 

•JJW«**JC:*V'», 130 mg ©4-t-^f/^^* = ^T S / 
U i/y.l.*;i'*'yK(4-/f ^7s=^)7 5 K (1-12 0) £#7t 0 
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I H -i H 

1-67 O^V^I H H !- 79 *^' N T^1 tl 



c^Vi h i-8o >k<^ 



1-68 ACU. 0 



o ^A N Jk 

H H 
vj H I H 

1-69 o*% O vHq^ 



H 

H , H 



1-70 <Po LJ Y N 'Q' NH 2 o*b lsJ< r N^ ^ 



OTBS 
C^OTBS 



H 



1-71 ^»V) H 1-83 ^s-V^ h 

° ^NH 2 O 

1-72 ^ q N Q H 4]L 
1-73 >L % .S n H 

1-74 >^ n y^ H . h 

O O k^ V N^ 2HC| OSV^I H 

^0 U V N, 



1-75 *S T^l H ^ 
1 ' cPo U-^NvX OH 



° 1-87 *JL^ h 



1-76 



H 



0 ^ 



C0 2 Me 

H 



1-77 >GU, H ° 



o*% O v N Y^i 
o 

• H N ° o ^Y^Y^l 



1-89 >Uys H 
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j~H - 

1-115 aS^vSlT" 1-127 *Uy« 



6b O 
H H 



o 

6 
H 



1-116 ^sN^^ir N t^i 1-128 d^bO' V N. 

oo o KArr^ 



Ob O ^ 0 ^x O "k^sMe 



1-117 



^WCU '- ,2 ' 

^ H 

Me 



H H N 

1-121 ^Vo- 1-133 

. H ^ H 

*- 122 p^^xx^ I " 134 °^tO°0 



H 



-J H 



M23 ^tzi;^^ 1-135 oW.;^ 



o 



H 



1-124 AUyN^ 1-136 °° S XX% 



>j H 

1 



- 125 - 1 - ^°°V N 

H 



M» ^oCgN^OC^CHF, 1-138 "^VOQL 
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1-163 ^dCOv^OH 1-173 ^COyK^co^e 



6 o 
M65 ^0 ¥ SJL H 1-175 > fo v JU < P 



1-166 0 S oO' Y «WOH 1-176 #0 N 0' Y N^O^CO 2 Me 



^ H , H 

1-167 0%0' V N^ 1-177 O^O'yN^O^COzH 



o ^o^^ o KJ 



o 



H 



H 



1-169 oCOvS^N CW 1-179 > fo v Lo^ 

° V o Xj 



Me 



I H 



...70 XOA^ M80 *&Q. t y^ 

Me 



1-172 ^SV} " NHj ^s"^ H 
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1-183 



1-184 



1-185 



1-186 



1-187 





o 
o 



o 



o 



OMe 
JDMe 



v OMe 



W9 ° 5 fc ¥ !lXr X * 

O 



. H 

1-191 ^S N T^1 H 

db [ ^ l 'Y t ^'a^^ 0 ^^ / ' 

(TO U' Y N- N JU 
O H 
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| ■ • UlVi 

I - 188 d£o. r Rj£t! 
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o 



1-200 
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> S N^ H j^OMe 
(TO U-y^AJ 
O H 



I H 

O H 
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I H 

>S_ N o h 

do lsJ'v N 



CO z Me 



I H 



(^OvN^OEt 
O "k^oEt 



, H 



An. 



OH 



TO 



i H 

d b kJ^N, 

i H 
6 



S N Y^l H 
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I H 
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H I ^ 

1.203 ^sV^I H 1-209 OsV^ K 

O U ° ^S0 2 NH 2 

° ^ och 3 3 

1 H 

1-206 ^s-V^l H T.212 O H 
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TO 



l H 

'yNt^S 1-213 ^s-N^ H 

UAn* o'bU v N >f s ) ^Q_ F 
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O O kA^v^S 1-213 >v 



6 NN 
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1 H 
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I - 2 

1H-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
5 7.85 (s, 1H). 
I - 3 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.30-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.57 (quint, 2H, J = 7.5 Hz), 1.96 (quint, 2H, J = 6.6 Hz), 2.49 
(t, 2H, J = 6.6 Hz), 2.57 (t, 2H, J = 7.8 Hz), 3.16-3.26 (m, 3H), 4.62 (brs, 1H), 
10 7.12 (d, 2H, J = 8.1 Hz), 7.43 (d. 2H, J = 8.4 Hz), 7.64 (s, 1H). 
I - 4 

iH-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (e, 1H). 
15 1-5 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 
I - 6 

20 *H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.55 (quint, 2H, J = 7.5 Hz), 2.55 (t, 2H, J= 5.1 Hz), 3.18-3.27 
(m, lH),3.92(d, 2H, J = 6.0 Hz), 5.51 (t, 1H, J = 5.7 Hz), 7.10 (d, 2H, J = 8.4 Hz), 
7.39 (d, 2H, J = 8.4 Hz), 8.23 (s, 1H). 
1-7 

25 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.28-1.38 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.51-1.67 (m, 4H), 1.78-1.88 (m, 2H), 2.39 (t, 2H, J = 7.2 Hz), 
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2.57 (t, 2H, J = 7.5 Hz), 3.12-3.22 (m, 3H), 4.30-4.37 (m, 1H), 7.12 (d, 2H, J = 8.4 
Hz), 7.36-7.42 (m, 3H). 
I - 8 

1H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.21-1.47 (m, 4H), 1.35 (d, 
5 6H, J = 6.6 Hz), 1.51-1.63 (m, 4H), 1.67-1.77 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.55 (t, 2H, J = 7.8 Hz), 3.08-3.17 (m, 3H), 4.71 (t, 1H, J = 6.0 Hz), 7.09 (d, 2H, 
J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.74 (s, 1H). 
I - 9 

1H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.29-1.39 (m, 2H), 1.35 (d, 
10 6H, J = 6.9 Hz), 1.50-1.60 (m, 2H), 2.54 (t, 2H, J = 7.8 Hz), 2.64 (t, 2H, J = 5.7 
Hz), 3.14-3.23 (m, 1H), 3.41-3.47 (m, 2H), 5.29 (t, 1H, J = 6.3 Hz), 7.10 (d, 2H, J 
= 8.4 Hz), 7.39 (d, 2H, J = 8.4 Hz), 7.91 (s, 1H). 
1-10 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
15 2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 
I - 1 1 

mp : 128-129 °C 

20 !H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 
7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 
1-12 

25 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.37 (m, 2H), 1.47-1.68 
(m, 6H), 2.23 (t, 2H, J = 7.2 Hz), 2.56 (t, 2H, J = 7.5 Hz), 2.90-2.97 (m, 2H), 5.10 
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(brs, 1H), 7.11 (d, 2H, J = 8.4 Hz), 7.36 (d, 2H, J = 8.1 Hz), 7.50-7.68 (m, 3H), 
7.93 (d, 1H, J = 8. 1 Hz), 8.06 (d, 1H, J = 8.4 Hz), 8.24 (d, 1H, J = 7.5 Hz), 8.66 (d, 
1H, J = 8.7 Hz). 
1-13 

5 1H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.5 Hz), 1.28-1.40 (m,2H), 1.45-1.73 
(m, 6H), 2.23 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 2.88 (s, 6H), 2.88-2.95 
(m, 2H), 5.04 (brs, 1H), 7.10 (d, 2H, J = 8.1 Hz), 7.17 (d, 1H, J = 7.2 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 7.48-7.54 (m, 2H), 8.23 (d, 1H, J = 7.2 Hz), 8.30 (d, 1H, J = 8.7 
Hz), 8.53 (d, 1H, J = 8.4 Hz). 
10 1-14 

1H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.43 (m, 6H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.62 (m, 4H), 1.67-1.78 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.56 (t, 2H, J = 7.8 Hz), 3.09-3.20 (m, 3H), 4.34 (brs, 1H), 7.10 (d, 2H, J = 8.4 Hz), 
7.41-7.44 (m, 3H). 
15 1-15 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23 (s, 9H), 1.27-1.80 (m, 
12H), 2.30-2.38 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.15 (brs, 2H), 7.11 (d, 2H, J = 
7.8 Hz), 7.43 (d, 2H, J = 7.8 Hz), 7.59 (s, 1H). 
1-16 

20 iH-NMR (CD CI 3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.44 (m, 6H), 1.39 (s, 
9H), 1.51-1.61 (m, 4H), 1.68-1.78 (m, 2H), 2.35 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 8.1 Hz), 3.15-3.21 (m, 2H), 4.14-4.23 (m, 1H), 7.11 (d, 2H, J = 7.8 Hz), 7.36- 
7.44 (m, 3H). 
1-19 

25 !H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.30-1.40 (m, 
2H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.08-3.33 (m, 3H), 3.42-3.50 (m, 
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2 H), 6.39 (b, 1H), 7.22 (d , 2H, J - 8.4 Hz), 7.( ^7^T^-fr*-ife). 

1-20 

iH-NMR (CD CI 3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.31-1.39 (m, 2H), 1.39 (6, 
9H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.24 (quart, 2H, J = 6.6 Hz), 3.48 
5 (quart, 2H, J = 6.6 Hz), 4.21 (t, 1H, J = 6.3 Hz), 6.29 (s, 1H), 7.22 (d, 2H, J = 7.8 

. .Hz), 7.67 (d, 2H, J = 8.1 Hz). 

1-21 

iH-NMR (CD CI 3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23 (s, 9H), 1.30-1.42 (m, 
2H), 1.50-2.02 (m, 10H), 2.30-2.42 (m, 1H), 2.57 (t, 2H, J = 8.1 Hz), 3.10 (brs, 
10 1H), 3.57 (brs, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 7.8 Hz). 
1-22 
mp : 78-79 *C 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.50-1.65 (m, 4H), 1.70-1.98 (m, 8H), 2.30-2.40 (m, 1H), 2.57 (t, 2H, J = 7.5 
15 Hz), 3.58-3.70 (m, 1H), 4.16 (d, 1H, J = 9.3 Hz), 7.11-7.15 (m, 3H), 7.40 (d, 2H, 
J = 8.1 Hz). 
1-23 

*H-NMR (CDCI3) « ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.21-1.41 (m, 
4H), 1.51-1.64 (m, 4H), 1.86-2.01 (m, 4H), 2.12-2.25 (m, 1H), 2.56 (t, 2H, J = 7.5 
20 Hz), 2.87-2.96 (m, 1H), 3.00-3.12 (m, 1H), 3.23-3.34 (m, 1H), 3.67-3.75 (m, 1H), 
7.11 (d, 2H, J = 8.1 Hz), 7.40 (d, 2H, J = 8.4 Hz). 
1-24 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.25-1.37 (m, 2H), 1.40 (s, 
9H), 1.48-1.65 (m, 6H), 1.90 (d, 2H, J = 11.7 Hz), 2.02 (d, 2H, J = 11.7 Hz), 
25 2.12-2.24 (m, 1H), 2.56 (t, 2H, J = 7.5 Hz), 3.04 (t, 2H, J = 6.3 Hz), 4.31 (t, 1H, 
J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
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i 2-5 

mp : 232-233 t 

1H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23-1.40 (m, 4H), 1.40 (s, 
9H), 1.51-1.76 (m, 4H), 2.01-2.26 (m, 5H). 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.38 (m, 
5 1H), 3.79 (d, 1H, J = 9.3 Hz), 7.11 (d, 2H, J = 8.7 Hz), 7.17 (s, 1H), 7.40 (d, 2H, 

. J_=M.Hz). . 
1-26 

1H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.22 (s, 9H), 1.28-1.40 (m, 
2H), 1.52-1.62 (m, 2H), 1.85-1.96 (m, 1H), 2.00-2.14 (m, 1H), 2.38-2.53 (m, 2H), 
10 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.37 (m, 3H), 7.11 (d, 2H, J = 8.4 Hz), 7.45 (d, 2H, 
J = 8.4 Hz), 8.19 (8, 1H). 
1-27 

*H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (e, 
9H), 1.52-1.61 (m, 2H), 1.95 (quint, 2H, J = 6.3 Hz), 2.50 (t, 2H, J = 6.9 Hz), 2.56 
15 (t, 2H, J = 7.8 Hz), 3.31 (quart, 2H, J = 6.0 Hz), 4.30-4.36 (m, 1H), 7.12 (d, 2H, 
J = 8.4 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.65 (s, 1H). 
1-28 

!H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
20 3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
(d, 2H, J = 8.1Hz). 
1-29 

1H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (e, 
25 1H), 4.60-4.73 (m, 1H), 6.57 (s, lH), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 
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1-30 

1H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.26-1.39 (m, 2H), 1.51-1.64 
(m, 4H), 1.72-1.81 (m, 2H), 2.34 (t, 2H, J = 6.9 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.95-3.01 (m, 2H), 4.84 (t, 1H, J= 5.7 Hz), 6.99-7.12 (m, 6H), 7.19-7.24 (m, lH), 
5 7.30 (s, 1H), 7.38-7.43 (m, 4H), 7.79 (d, 2H, J = 8.7 Hz). 
1-31 

1H-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, lH, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 

10 = 8.4 Hz). 
1-32 

1H-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H). 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, lH), 3.49 (s, lH), 
3.88-4.02 (m, lH), 5.84-5.92 (m, lH), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 

15 Hz). 

1-33 

1H-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.32 (s, 
9H), 1.57-1.66 (m, 2H), 2.67 (t, 2H, J = 7.8 Hz), 5.61 (b, lH), 6.93 (d, 2H, J = 8.7 
Hz), 7.25 (d, 2H, J = 8.4 Hz), 7.49 (d, 2H, J = 9.0 Hz), 7.80 (d, 2H, J = 8.1 Hz), 

20 8.22 (s, 1H). 
1-34 

1H-NMR (CD3OD) 6 ppm: 0.95 (t, 3H, J = 7.5 Hz), 1.35 (s, 9H), 1.35-1.44 (m, 
2H), 1.57-1.69 (m, 2H), 2.69 (t, 2H, J= 7.5 Hz), 7.28-7.33 (m, 4H), 7.56 (d, 2H, 
J = 9.0 Hz). 7.83 (d, 2H, J = 8.4 Hz). 
25 1-36 

1H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.31-1.70 (m, 11H), 1.39 (s, 
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« - in 2 65 (t 2H. J = 8.1 Hz), 3.13 (t, 2H, J = 6.6 Hz), 3.40 (t, 
9ID 1.76-1.85 (m, 1H), 2.60 

T K ,u,U 21 (t 1H, J = 5-7 Hz), 7.23 (d. 2H. J 
2H , J = 7.2 Hz), 4.10 (t, 1H, J = 5.7 Hz), 6.21 (t, IB. 

= 8.1 Hz), 7.67 (d,2H, J = 8.4 Hz). 

1-37 " rt 3H J- 75 Hz)/0.95-l.l0(m,2H), 1.31-1.40 

(t , 1 „, J = 6 . 0Hl ),,23< i ,2H, J »8.4H.,,6Ua,2H,^ 8 . 1 H I ). 

Hz)! 6.64 (d, 2H, J s 8.4 Hz), 7-22 (8, 1H), 7-31 (d, 2H, J a 8.0 Hz). 

I_40 , . , 38 (. 9H) 1.68-1.96 (m, 8H), 2.30-2.40 Cm, 1H), 

1H-NMR <CDC1 3 ) « PP°> : 1-38 (s, 3H), 

„„, ,m <!86(t 4H,J = 4.8Hz),4.51(brs,lH), 
,5 3.11 (t, 4H. J- 4.8 Hz), 3.60-3.72 (m, 1H), 3.86 (t, 4H, 
G . 89( d,2H,J = 9 .0Hz,,7.42(d,2H, J = 8.7Hz). 



1-41 



20 



mp : >278 "C (dec.) „,„.,„ ,m 

, 18 1 40 (m 2H), 140 (s, 9H), 1.62-1.76 (m, 2H), 
l H -NM R (CDC l3 ) 6 ppm: 1.X8-L40 (m, 

,„1., 2 7 <„, 5H). 3,0-3,3 <„, 4H>, 3.22-3.38 (», 1H). 3.72 , , 

1-42 , ift f . 9H) 1 61-1.97 (m, 8H), 2,6 (s, 3H), 2.33- 

1H-NMR CCD01 3 ) 6 ppm: 1.40 (s, 9H), 1.61 

7.50 (m, 1H), 7.62 (s, H), 7.75-7.78 (m, 1H), 7.86-7.91 (m, 2H). 



25 

1-43 
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1H-NMR (CDCI3) 6 ppm: 1.40 (s, 9H), 1.62-2.00 (m, SH), 1.87 (s, 3H), 2.36- 
2.47 (m, 1H), 3.24 (s, 3H), 3.64-3.74 (m, 1H), 4.87 (brs, 1H), 7.13 (d, 2H, J = 9.0 
Hz), 7.64 (d, 2H, J = 8.4 Hz), 7.81 (s, H). 
1-44 

5 mp : 235-236 °C 

!H-NMR (CDCI3) 5 ppm: 1.13 (t, 6H, J = 6.9 Hz), 1.18-1.33 (m, 2H), 1.40 (s, 
9H), 1.60-1.77 (m, 2H), 2.00-2.26 (m, 5H), 3.28-3.35 (m, 4H), 3.73 (d, 1H, J = 9.3 
Hz), 6.60-6.70 (m, 2H), 7.03 (brs, 1H), 7.31 (d, 2H, J = 7.8 Hz). 
1-45 

10 mp : >268 °C (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.20-1.34 (m, 2H), 1.40 (s, 9H), 1.56-1.76 (m, 8H), 
2.00-2.26 (m, 5H), 3.06-3.14 (m, 4H), 3.24-3.36 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
6.90 (d, 2H, J = 8.7 Hz), 7.09 (s, 1H), 7.36 (d, 2H, J = 8.7 Hz). 
1-46 

15 mp : >272 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.31-1.59 (m, 7H), 1.87-2.00 (m, 4H), 
2.23-2.34 (m, 1H), 3.00-3.16 (m, 1H), 4.35-4.45 (m, 2H), 6.81 (d, 1H, J = 9.0 Hz), 
7.16 (t, 1H, J = 7.2 Hz), 7.43 (t, 1H, J = 8.4 Hz), 7.52-7.58 (m, 3H), 8.04 (d, 1H, 
J = 7.8 Hz), 8.43 (s, 1H). 

20 1-47 

iH-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
1.98,2.32 (m, 5H), 3.31-3.40 (m, 1H), 3.62 (d, 1H, J = 9.0 Hz), 7.08 (s, 1H), 7.29 
(d, 2H, J = 9.0 Hz), 7.61 (d, 2H, J = 9.0 Hz). 
1-48 

25 iH-NMR (CDCI3) 6 ppm: 1.22-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 10.2 Hz), 7.01 (t, 2H, J = 
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&7 Hz), 7.09 (s, 1H), 7.42-7.50 (m, 2H). 
1-49 

mp : 270 °C (dec.) 

iH-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.61-1.77 (m, 2H), 
1.95-2.30 (m, 9H), 3.17-3.38 (m, 5H), 3.67 (d, 1H, J = 9.3 Hz), 6.50 (d, 2H, J = 9.0 
Hz), 6.97 (s, 1H), 7.30 (d, 2H, J = 9.0 Hz). 
1-50 

mp : 252-253 t 

iH-NMR (CDCI3) 8 ppm: 1.21-1.37 (m, 2H), 1.40 (s, 9H), 1.62-1.78 (m, 2H), 
1.98-2.32 (m, 5H), 3.26-3.40 (m, 1H), 3.68 (d, 1H, J = 9.6 Hz), 6.94-7.02 (m, 4H), 
7.08 (t, 1H, J = 7.5 Hz), 7.13 (s, 1H), 7.31 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 
Hz). 
1-51 

mp : 278-279 t 

!H-NMR (CDCI3) 6 ppm: 1.02 (d, 6H, J = 6.9 Hz), 1.35 (s, 9H), 1.39-1.71 (m, 
6H), 1.90-2.09 (m, 2H), 3.16-3.30 (m, 1H), 3.46 (d, 1H, J = 9.0 Hz), 4.92-5.01 (m, 
1H), 6.91-6.95 (m, 2H), 7.00-7107 (m, 3H), 7.13-7.16 (m, 2H), 7.30-7.36 (m, 2H). 
1-52 

mp : 276-277 t 

*H-NMR (CDCI3) 8 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.30 (m, 5H), 2.36 (s, 3H), 2.58 (t, 4H, J = 4.5 Hz), 3.17 (t, 4H, J = 4.5 Hz), 
3.21-3.40 (m, 1H), 3.64 (d, 1H..J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.01 (s, 1H), 
7.37 (d, 2H, J = 9.0 Hz). 
1-53 
mp : >300 °C 

*H-NMR (DMSO-de) 8 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.73-1.88 (m, 2H), 
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1.89-2.01 (m, 2H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 3.15-3.31 (m, 8H), 
6.76-6.84 (m, 2H), 6.93 (d, 2H, J = 9.0 Hz), 6.99 (d, 2H, J = 8.1 Hz), 7.24 (d, 2H, 
J = 8.1 Hz), 7.46 (d, 2H, J = 9.0 Hz), 9.60 (s, 1H). 
1-54 
5 mp : >215 °C (dec.) 

1H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-2.00 (m, 18H), 2.14-2.26 (m, 1H), 
2.53-2.84 (m, 4H), 2.86-3.30 (m, 2H), 3.46-3.54 (m, 1H), 3.62-3.74 (m, 2H), 6.78 
(d, 1H, J = 8.7 Hz), 6.87 (d, 2H, J = 7.8 Hz), 7.42 (d, 2H, J = 8.7 Hz), 9.58 (s, 1H). 
1-55 

10 mp : >290 °C (dec.) 

*H-NMR (CDC1 3 ) 8 ppm: 1.23-1.40 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.02-2.27 (m, 5H), 3.20 (t, 4H, J = 5.4 Hz), 3.21-3.32 (m, 1H), 3.67 (d, 1H, J = 9.3 
Hz), 3.98 (t, 4H, J = 4.8 Hz), 6.52 (t, 1H, J = 4.8 Hz), 6.93 (d, 2H, J = 8.4 Hz), 
7.06 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz), 8.33 (d, 2H, J = 4.8 Hz). 

15 1-56 

mp : >232 °C (dec.) 

' iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m; 4H), 1.80-1.99 (m, 4H), 
2.14-2.25 (m, 1H), 3.04-3.24 (m, 8H), 3.68 (s, 3H), 3.76 (s, 3H), 6.44-6.47 (m, 1H), 
6.66 (s, 1H), 6.76-6.84 (m, 2H), 6.92 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.4 Hz), 
20 9.61 (s, 1H). 
1-57 

mp : 284-285 "C (dec.) 

1H-NMR (CDCI3) 8 ppm: 1.27 (t, 3H, J = 7.2 Hz), 1.40 (s, 9H), 1.61-2.24 (m, 
9H), 2.35-2.49 (m, 1H), 2.76 (t, 2H, J = 10.2 Hz), 3.04-3.15 (m, 2H), 3.20-3.36 (m, 
25 1H), 3.55-3.59 (m, 2H), 3.87 (d, 1H, J = 9.6 Hz), 4.12-4.19 (m, 2H), 6.90 (d, 2H, 
J = 8.7 Hz), 2.79 (s, 1H), 7.40 (d, 2H, J = 8.7 Hz). 
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1 5-8 — 

mp : >299 t (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.26-1.33 (m, 2H), 1.40 (s, 9H), 1.56-2.42 (m, 19H), 
2.73-2.81 (m, 4H), 3.16-3.26 (m, 4H), 3.64 (d, 1H, J = 9.6 Hz), 6.87 (d, 2H, J = 8.7 
5 Hz), 7.04 (s, 1H), 7.37 (d, 2H, J = 9.0 Hz). 
I - 5 9 

mp : >270 t (dec.) 

1H-NMR (CDCI3) 8 ppm: 1.26-1.47 (m, 2H), 1.47 (s, 9H), 1.60-1.80 (m, 4H), 

2.01- 2.32 (m, 5H), 3.28-3.40 (m, 3H), 3.62-3.74 (m, 3H), 5.74-5.96 (m, 2H), 6.92 
10 (d, 2H, J = 8.7 Hz), 7.13 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 

1-60 

mp : 247-250 t (dec.) 

!H-NMR (CDCI3) 8 ppm: 1.20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.33 (m, 5H), 2.93-3.03 (m, 2H), 3.22-3.40 (m, 1H), 3.52 (t, 2H, J = 6.0 Hz), 
15 3.62 (d, 1H, J = 8.4 Hz), 4.36 (s, 2H), 6.93 (d, 2H, J = 8.7 Hz), 7.00 (s, 1H), 
7.11-7.22 (m, 4H),7.39 (d, 2H, J = 8.7 Hz). 
1-61 

mp : 280-281 t 

1H-NMR (CDCI3) 8 ppm: 1.21-1.38 (m, 2H), 1.41 (s, 9H), 1.64-1.80 (m, 2H), 
20 2.02-2.33 (m, 5H), 3.24-3.40 (m, 1H), 3.61 (d, 1H, J = 9.0 Hz), 6.33 (t, 2H, J = 2.1 
Hz), 7.04 (t, 2H, J = 2.1 Hz), 7.14 (s, 1H), 7.34 (d, 2H, J = 9.0 Hz), 7.56 (d, 2H, 
J = 9.0 Hz). 
1-62 

mp : 260-262 *C 

25 iH-NMR (CDCI3) 8 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 9H), 1.64-1.82 (m, 2H), 

2.02- 2.35 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 9.6 Hz), 7.31 (d, 2H, J = 9.0 
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Hz), 7.51 (s, 1H), 7.69 (d, 2H, J = 9.0 Hz). 
1-63 
mp : 248 t 

iH-NMR (CDC1 3 ) 5 ppm: 1.20-1.38 (m, 2H), 1.40 (s, 9H), 1.61-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.22-3.45 (m, 1H), 3.64 (d, 1H, J = 9.3 Hz), 7.11 (s, 1H), 
7.37-7.46 (m, 4H). 
1-64 

mp : 272-275 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.20-1.53 (m, 4H), 1.27 (s, 9H), 1.75-1.88 (m, 2H), 
10 1.88-2.00 (m, 2H), 2.11-2.24 (m, 1H), 2.96-3.12 (m, 1H), 5.96 (s, 2H), 6.77 (d, 1H, 
J = 8.7 Hz), 6.82 (d, 1H, J = 8.4 Hz), 6.95 (dd, 1H, J = 1.8, 8.4 Hz), 7.29 (d, 1H, 
J= 1.8 Hz), 9.70 (s, 1H). 
1-65 

mp : 293-296 t (dec.) 
15 iH-NMR (DMSO-de) 5 ppm: 1.20-1.70 (m, 10H), 1.27 (s, 9H), 1.79-2.038 (m, 
4H), 2.18-2.33 (m, 1H), 2.98-3.30 (m, 5H), 6.79 (d, 1H, J = 9.0 Hz), 6.97 (d, 2H, 
J = 8.1 Hz), 7.43-7.57 (m, 4H), 7.62 (d, 2H, J = 8.1 Hz), 9.82 (s, 1H). 
1-66 
mp : >300 °C 

20 iH-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.27-1.53 (m, 4H), 1.86-1.99 (m, 4H), 
2.22-2.34 (m, 1H), 2.39 (e, 3H), 3.00-3.14 (m, 1H), 6.25 (s, 1H), 6.79 (d, 1H, J = 
9.0 Hz), 7.47-7.50 (m, 1H), 7.69-7.76 (m, 1H), 10.27 (s, 1H). 
1-67 

mp : 248-249 °C 

25 iH-NMR (DMSO-ds) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.02 (s, 3H), 2.17-2.32 (m, 1H), 2.96-3.13 (m, 1H), 6.78 (d, 1H, 
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J = 8.7 Hz), 7.12-7.30 (m, 3H), 7.89 (s, 1H), 9.79 (s, 1H), 9.88 (s, 1H). 
1-68 
mp : >300 *C 

iH-NMR (DMSO-de) S ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.89 (m, 2H), 
5 1.89-2.03 (m, 2H), 2.00 (s, 3H), 2.14-2.28 (m, 1H), 2.95-3.13 (m, 1H), 6.78 (d, 1H, 
J = 8.7 Hz), 7.40-7.54 (m, 4H), 9.72 (s, 1H), 9.83 (s, 1H). 
1-69 

mp : 199-201 °C 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.53 (m, 4H), 1.27 (s, 9H), 1.76-1.89 (m, 2H), 
10 1.89-2.02 (m, 2H), 2.13-2.30 (m, 1H), 2.85 (s, 6H), 2.94-3.14 (m, 1H), 6.40 (dd, 
1H, J = 2.4, 8.4 Hz), 6.78 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 8.4 Hz), 7.05 (t, 2H, 
J = 8.4 Hz), 9.60 (s, 1H). 
1-70 

mp : 227-230 t 

15 iH-NMR (DMSO-de) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.72-1.87 (m, 2H), 

1.87- 2.01 (m, 2H), 2.12-2.29 (m, 1H), 2.96-3.12 (m, 1H), 5.00 (s, 2H), 6.22 (d, 1H, 
J = 7.5 Hz), 6.66 (d, 1H, J = 7.5 Hz), 6.78 (d, 1H, J = 9.0 Hz), 6.86 (d, 1H, J = 7.5 
Hz), 6.89-6.95 (m, 1H), 9.46 (s, 1H). 

1-71 
20 mp : 270-272 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22-1.52 (m, 4H), 1.26 (s, 9H), 1.73-1.86 (m, 2H). 

1.88- 2.00 (m, 2H), 2.08-2.22 (m, 1H), 2.95-3.11 (m, 1H), 4.80 (s, 2H), 6.47 (d, 2H, 
J = 8.4 Hz), 6.77 (d, 1H, J = 8.4 Hz), 7.20 (d, 2H, J = 8.4 Hz), 9.35 (s, 1H). 
1-72 

25 mp : 262-263 

iH-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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dH) T ± T $Q~L-.3-g4m.,~Z R) , L 9 8 ■ 2 v434m^H-> r ^^0^43-(m^-3H^-3 . 6J-(d, ■ 1 H , J= 9.6 

Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 
1-73 
5 .mp.: 218-219 X> 

1H-NMR (CD 3 OD) 5 ppm: 1.36 (s, 9H), 1.36-1.69 (m, 4H), 1.45 (s, 9H), 1.88- 
2.02 (m, 3H), 2.06-2.30 (m, 4H), 3.05-3.44 (m, 3H), 3.46-3.56 (m, 1H), 4.16-4.26 
(m, 1H), 6.51 (d, 2H, J = 9.0 Hz), 7.30 (d, 2H, J = 8.7 Hz). 
1-74 

10 mp : 295-296 "C (dec.) 

!H-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.67 (m, 4H), 1.92-2.13 (m, 4H), 
2.26-2.40 (m, 2H), 2.62-2.75 (m, 1H), 3.16-3.25 (m, 1H), 3.58-3.98 (m, 4H), 
4.16-4.25 (m, 1H), 7.20-7.30 (m, 2H), 7.62 (d, 2H, J = 9.0 Hz). 
1-75 

15 mp : 250-251 t 

1H-NMR (DMSO-de) 6 ppm: 1.23-1.55 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.15-2.28 (m, 1H), 2.98-3.14 (m, 1H), 3.06 (t, 2H, J = 8.4 Hz), 
3.87 (t, 2H, J = 8.4 Hz), 6.67 (dd, 1H, J = 1.5, 7.2 Hz), 6.80 (d, 1H, J = 8.4 Hz), 
6.94-7.05 (m, 2H), 7.12-7.19 (m, 1H), 7.16 (d, 2H, J = 9.3 Hz), 7.57 (d, 2H, J = 9.3 

20 Hz), 9.73 (s, 1H). 
1-76 

mp : 265-266 °C 

1H-NMR (DMSO-de) 6 ppm: 1.23-1.58 (m, 4H), 1.28 (s, 9H), 1.83-2.04 (m, 4H), 
2.20-2.36 (m, 1H), 2.97-3.16 (m, 1H), 6.67 (d, 1H, J = 3.0 Hz), 6.82 (d, 1H, J = 8.4 
25 Hz), 7.07-7.22 (m, 2H), 7.47-7.53 (m, 1H), 7.50 (d, 2H, J = 9.0 Hz), 7.58 (d, 1H, 
J = 3.0 Hz), 7.64 (d, 1H, J = 7.5 Hz), 7.79 (d, 2H, J = 9.0 Hz), 10.02 (s, 1H). 
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1-77 
mp : 281 °C 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.18-2.31 (m, 1H), 2.97-3.14 (m, 1H), 6.51 (dd, 1H, J = 2.1, 2.7 Hz), 6.81 (d, 1H, 
5 J = 9.0 Hz), 7.67-7.78 (m, 5H), 8.41 (d, 1H, J = 2.1 Hz), 9.96 (s, 1H). 
1-78 

mp : >300 t (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.74-2.04 (m, 7H), 
2.10-2.25 (m, 2H), 2.96-3.20 (m, 2H), 3.48-3.58 (m, 1H), 3.75-3.84 (m, 1H), 6.39 
10 (d, 2H, J = 8.4 Hz), 6.79 (d, 1H, J = 8.4 Hz), 7.02 (s, 1H), 7.30 (s, 1H), 7.36 (d, 2H, 
J = 8.1 Hz), 9.48 (s, 1H). 
1-79 

mp : 248-250 t (dec.) 

*H-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.54 (m, 4H), 1.85-1.99 (m, 4H), 
15 2.24-2.33 (m, 1H), 3.00-3.14 (m, 1H), 6.82 (d, 1H, J = 8.7 Hz), 7.77 (d, 2H, J = 8.4 
Hz), 8.07 (d, 2H, J = 8.4 Hz). 
1-80 • 
mp : >300 °C 

iH-NMR (DMSO-de) 8 ppm: 1.22-1.58 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
20 2.18-2.32 (m, 1H), 2.98-3.14 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.35-7.50 (m, 2H), 
7.99 (8, 1H), 8.11 (s, 1H), 9.79 (s, 1H), 12.94 (b, 1H). 
1-81 

mp : 261-262. t 

iH-NMR (DMSO-de) 5 ppm: 1.21-1.57 (m, 4H), 1.27 (s, 9H), 1.78-2.02 (m, 4H), 
25 2.17-2.30 (m, 1H), 2.96-3.16 (m, 1H), 6.34 (s, 1H), 6.80 (d, 1H, J = 8.7 Hz), 
7.14-7.32 (m, 3H), 7.85 (s, 1H), 9.58 (s, 1H), 10.95 (s, 1H). 
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i 8-2 

iH-NMR (CDCI3) 6 ppm: 0.86 (s, 18H), 1.24-1.37 (m, 2H), 1.37 (s, 9H), 
1.56-1.74 (m, 2H), 1.95-2.19 (m, 5H), 3.18-3.32 (m, 1H), 3.44 (t, 4H, J = 6.3 Hz), 
3.70 (t, 4H, J = 6.3 Hz), 4.39 (d, 1H, J = 9.0 Hz), 6.59 (d, 2H, J = 9.0 Hz), 7.31 (d, 

5 2H, J = 8.7 Hz), 7.43 (s, 1H). 
1-83 

mp : 264-265 °C 

iH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.78-1.88 (m, 2H), 
1.90-2.00 (m, 2H), 2.14-2.26 (m, 1H), 2.96-3.14 (m, 1H), 6.72-6.82 (m, 2H), 6.99 
10 (t, 4H, J = 7.8 Hz), 7.18 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 Hz), 8.00 (s, 1H), 
9.65 (s, 1H). 
1-84 

mp : 257 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.23-1.57 (m, 4H), 1.27 (s, 9H), 1.83-2.03 (m, 4H), 
15 2.23-2.35 (m, 1H), 2.98-3.15 (m, 1H), 6.80 (d, 1H, J = 8.1 Hz), 7.87 (d, 2H, J = 9.0 
Hz), 8.34 (d, 2H, J = 9.0 Hz), 9.21 (s, 1H), 10.20 (s, 1H). 
1-85 

mp : 256-258 t 

iH-NMR (DMSO-de) 6 ppm: 1.22-1.53 (m, 4H), 1.26 (s, 9H), 1.79-2.01 (m, 4H), 
20 2.25 (6, 3H), 2.28-2.42 (m, 1H), 2.97-3.02 (m, 1H), 6.71 (d, 1H, J = 0.9 Hz), 6.80 
(d, 1H, J = 8.1 Hz), 11.91 (8, 1H). 
1-86 

mp : 228-230 "C 

iH-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
25 1.87-1.98 (m, 2H), 2.08-2.17 (m, 2H), 2.20-2.32 (m, 1H), 3.15-3.27 (m, 1H), 3.50 
(t, 4H, J = 5.7 Hz), 3.69 (t, 4H, J = 5.7 Hz), 6.72 (d, 2H, J = 9.0 Hz), 7.29-7.33 (m, 
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2H).- 
1-87 

mp : 183-184 t 

!H-NMR (DMSO-dU) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.73-1.89 (m, 4H), 
5 1.90-2.00 (m, 2H), 2.16-2.28 (m, 1H), 2.28 (t, 2H, J = 7.5 Hz), 2.51-2.54 (m, 2H), 
2.97-3.13 (m, 1H), 3.58 (s, 3H), 6.79 (d, 1H, J = 8.7 Hz), 7.08 (d, 2H, J = 8.7 Hz), 
7.49 (d, 2H, J = 8.4 Hz), 9.73 (s, 1H). 
1-88 

mp : 217-218 t 

10 !H-NMR (CD 3 OD) 8 ppm: 1.36 (s, 9H), 1.36-1.46 (m, 2H), 1.55-1.69 (m, 2H), 
1.83-2.00 (m, 4H), 2.07-2.18 (m, 2H), 2.26-2.36 (m, 3H), 2.61 (t, 2H, J = 7.5 Hz), 
3.14-3.26 (m, 1H), 7.13 (d, 2H, J = 8.1 Hz), 7.44 (d, 2H, J = 8.1 Hz). 
1-89 

!H-NMR (CDCI3) 5 ppm: 0.08 (d, 6H, J = 3.3 Hz), 0.88(s, 9H), 1.21-1.36 (m, 
15 2H), 1.39 (s, 9H), 1.61-1.74 (m, 2H), 1.88-2.23 (m, 6H), 3.06-3.11 (m, 1H), 
3.24-3.74 (m, 4H), 3.92 (d, 1H, J = 9.6 Hz), 4.48-4.56 (m, 1H), 6.47 (d, 2H, J = 9.0 
Hz), 7.17 (s, 1H), 7.32 (d, 2H, J = 9.0 Hz). 
1-90 

mp : amorphous 

20 iH-NMR (CD3OD) 5 ppm: 1.36 (s, 9H), 1.36-1.47 (m, 2H), 1.56-1.70 (m, 3H), 
1.88-2.30 (m, 6H), 3.05-3.49 (m, 5H), 4.50 (brs, 1H), 6.50 (d, 2H, J = 9.0 Hz), 
7.29 (d, 2H, J = 9.0 Hz). 
1-91 

mp : 105-106 °C 

25 !H-NMR (CDCI3) 5 ppm: 0.92(t, 3H, J = 7.3 Hz), 1.25-1.27(m, 2H), 1.36(d, 6H, 
J = 6.9 Hz), 1.51-1.59(m, 2H), 2.56(t, 2H, J = 7.8 Hz), 3.27(sept, 1H, J = 6.9 Hz), 
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7.12(d, 2H, J = 8.6 Hz), 7.32(t, 1H, J = 7.8 Hz), 7.45(brd, 1H, J = 7.8 Hz), 7.53(d, 
2H, J = 8.6 Hz), 7.58(d, 1H, J = 7.8 Hz), 7.71-7.72(m, 2H), 8.27(s, 1H). 
1-92 

mp : 163-164 'C 

5 *H-NMR (CDC1 3 ) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.55- 
1.65(m, 2H), 1.87(s, 3H), 1.95(s, 3H), 2.60(t, 2H, J = 7.6 Hz), 7.07(d, 2H, J = 8.4 
Hz), 7.l8(d, 2H, J = 8.5 Hz), 7.54(d, 2H, J = 8.5 Hz), 7.91(brs, 1H), 8.18(d, 2H, 
J = 8.4 Hz), 8.77(s, 1H). 
1-93 
10 mp : 173 

!H-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.40(m, 2H), 1.39(d, 6H, 
J = 6.9 Hz), 1.55-1.62(m, 2H), 2.60(t, 2H, J = 7.8 Hz), 3.13(sept, 1H, J = 6.9 Hz), 
4.39(d, 2H, J = 6.3 Hz), 4.45(t, 1H, J = 6.3 Hz), 7.l8(d, 2H, J = 8.7 Hz), 7.46(d, 
2H, J = 8.7 Hz), 7.54 (d, 2H, J = 8.7 Hz), 7.80(s, 1H), 7.85(d, 2H, J = 8.7 Hz). 
15 1-94 

mp : 159-160 °C 

*H-NMR (CDCI3) 5 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.54- 
1.80(m, 2H), 1.79(s, 3H), 1.80(s, 3H), 2.60t, 2H, J = 7.7 Hz), 3.18(s, 3H), 7.18(d, 
2H, J = 8.5 Hz), 7.30(d, 2H, J = 8.8 Hz), 7.52(d, 2H, J = 8.5 Hz), 7.70(brs, 1H), 
20 7.84(d, 2H, J = 8.8 Hz), 8.77(s, 1H). 
1-95 

mp : 177-178 °C 

!H-NMR (CD CI 3) 6 ppm: 0.94(t, 3H, J = 7.2Hz), 1.31-1.48(m, 8H), 1.54- 
1.66(m, 2H), 2.55(s, 3H), 2.62(t, 2H, J = 7.6Hz), 3.92(sept, 1H, J = 6.6Hz), 
25 7.20(d, 2H, J = 8.45Hz), 7.74(d, 2H, J = 8.5Hz), 9.01(brs, 1H), 9.17(s, 1H). 
1-96 
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mp : 220-223 °C 

1H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3Hz), 1.28-1. 42(m, 2H), 1.50(d, 6H, 
J = 6.8Hz), 1.54-1.65(m, 2H), 2.62(t, 2H, J = 7.6Hz), 4.08(8ept, 1H, J = 7.1Hz), 
7.20(d, 2H, J = 8.5Hz), 7.48(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 8.51(brs, 1H), 
5 8.95(6, 1H). 
1-97 

mp : 195-197 t 

iH-NMR (CDCI3) 6 ppm: 0.91(t, 3H, J = 7.6Hz), 0.94(t, 3H, J = 7.3Hz), 
1.32-1.44(m, 6H), 1.54-1.64(m, 2H), 1.66-1.78(m, 2H), 2.62(t, 2H, J = 7.7Hz), 
10 2.86(brs, 2H), 3.98(sept, 1H, J = 7.1Hz), 7.19(d, 2H, J = 8.5Hz), 7.63(d, 2H, J = 
8.4Hz), 8.72(brs, 1H), 8.81(brs, 1H). 
1-98 

mp : 216-218 t 

iH-NMR (CDCI3+CD3OD) 6 ppm: 0.93(t, 3H, J = 7.4Hz), 1.29-1.40(m, 2H), 
15 1.43(d, 2H, J = 6.9Hz), 1.51-1.63(m, 2H), 2.60(t, 2H, J = 7.8Hz), 3.65(sept, 1H, 
J = 6.9Hz), 7.18(d, 2H, J = 8.5Hz), 7.22(d, 1H, J = 8.8Hz), 7.55(d, 2H, J = 8.5Hz), 
8.18(dd, 1H, J = 8.8, 2.4Hz), 8.63(d, 1H, J = 2.4Hz). 
1-99 

mp : 201-202 t 

20 !H-NMR (CDC1 3 ) 5 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.40(m, 2H), 1.49(d, 2H, 
J = 7.1Hz), 1.51-1.63(m, 2H), 2.59(t, 2H, J = 7.7Hz), 4.22(sept, 1H, J = 7.1Hz), 
7.16(d, 2H, J = 8.4Hz), 7.41(brs, 1H), 7.52(d, 2H, J = 8.4Hz), 8.10(brs, 1H), 
8.13(d, 1H, J = 2.2Hz), 8.61(brs, 1H). 
I - 1 0 0 

25 mp : 160-162 °C 

iH-NMR (CDCI3) 5 ppm: 0.93(t, 3H, J = 7.3Hz), 1.22-1.42(m, 2H), 1.45(d, 2H, 
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J = 6.9Hz -)-,- 1.5M.63(m, 2H), 2.61(t, 2H, J = 7.8Hz), 3.37(sept, 1H, J = 6.9Hz), 

6.89(brs, 1H), 7.19(d, 2H, J = 8.4Hz), 7.65(d, 2H, J = 8.4Hz), 7.80(dd, 1H, J = 8.4, 
2.4Hz), 8.27(d, 1H, J = 8.4Hz), 8.45(d, 1H, J= 2.4Hz), 9.75(brs, 1H). 
1-101, 1-214 
5 mp : 192-194 t 

iH-NMR (CDC1 3 ) 5 ppm:0.93(t, 3H, J = 7.3Hz), 1.27-1.41(m, 2H), 1.35(s, 9H), 
1.50-1.66(m, 2H), 2.60(t, 2H, J = 7.6Hz), 5.58(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 
7.17(d, 2H, J = 8.5Hz), 7.52(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.79(d, 2H, J = 
8.5Hz). 
10 1-10 2 

mp : 216-217 'C 

iH-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.26-1.42(m, 2H), 1.46(s, 9H), 
1.70-1.83(m, 2H), 2.60(t, 2H, J = 7.7Hz), 6.42(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 
7.35(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.68(brs, 1H), 7.82(d, 2H, J = 
15 8.5Hz). 

1-10 3 

iH-NMR (CDCI3) 8 ppm: 0:91(t, 3H, J = 7.3 Hz), 1.28-1.36(m, 2H), 1.32(d, 6H, 
J = 6.9 Hz), 1.49-1. 59(m, 2H), 2.54(t, 2H, J = 7.7 Hz), 3.23(sept, 1H, J = 6.9 Hz), 
3.46(s, 3H), 6.76(brs, 1H), 6.91(d, 2H, J = 8.2 Hz), 6.99(d, 2H, J = 8.8 Hz), 7.03(d, 
20 2H, J = 8.2 Hz), 7.25(d, 2H, J = 8.8 Hz). 
1-10 4 
mp : 182-183 °C 

iH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.40(m, 2H), 1.51- 
1.63(m, 2H), 1.64-1.88(m, 4H), 1.90-2.23(m, 4H), 2.60(t, 2H, J = 7.6Hz), 3.39(m, 
25 1H), 6.16(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 7.16(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.74(brs, 1H), 7.77(d, 2H, J = 8.5Hz). 
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1-10 5 
mp : 190-191 °C 

iH-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.41(m, 2H), 1.52- 
1.69(m ( 4H), 1.75-1.90(m, 2H), 1.92-2.07(m ( 4H), 2.58(t, 2H, J = 7.6Hz), 3.59(m, 
5 1H), 6.53(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 7.31(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.67(brs, 1H), 7.84(d, 2H, J = 8.5Hz). 
1-10 6 
mp : 194-197 °C 

*H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.41(m, 2H), 1.53- 
10 1.65(m, 2H), 1.90(s, 6H), 2.60(t, 2H, J = 7.8Hz), 6.86(brs, 1H), 7.18(d, 2H, J = 
8.5Hz), 7.43(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.84(d, 2H, 
J = 8.5Hz). 
1-10 7 
mp : 211-212 °C 

15 1 H-NMR (CD CI 3) 5 ppm:0.93(t, 3H, J = 7.3Hz), 1.24-1.40(m, 2H), 1.50- 
1.62(m, 2H), 2.60(t, 2H, J = 7.6Hz), 6.19(brs, 1H), 7.17(d, 2H, J = 8.5Hz), 7.18(d, 
2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.66(brs, 1H), 7.86(d, 2H, J = 8.5Hz). 
1-10 8 
mp : 298-300 °C 

20 *H-NMR (DMSO-d6) 6 ppm: 0.90(t, 3H, J = 7.3Hz), 1.22-1. 39(m, 2H), 1.48- 
1.60(m, 2H), 2.54(t, 2H, J = 7.3Hz), 7.04(d, 2H, J = 8.8Hz), 7.12(d, 2H, J = 
8.5Hz), 7.64(d, 2H, J = 8.5Hz), 7.69(d, 2H, J = 8.8Hz), 9.80(s, 1H). 
1-10 9 
mp : 122-123 °C 

25 *H-NMR (CDCI3) 6 ppm:0.90(t, 3H, J = 7.4Hz), 0.97(t, 3H, J = 7.7Hz), 
1.26-1. 38(m, 2H), 1.30(s, 6H), 1.50-1.66(m, 4H), 1.72-1.83(m, 4H), 2.34(t, 2H, J 
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= 7 . 1Hz ) , 2 ^&<tr- 2H, J - 7. 6H z) , 3.19 fa,-i H, J = 6.0 Hz), 4 .- 6 0(brs r 4-H)r^Q8(d, 

2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.85(s, 1H). 
I - 1 1 0 
mp : 109-110 °C 

5 !H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.4Hz), 1.10(d, 6H, J = 6.7Hz), 
1.29-1.38(m, 2H), 1.55(s, 9H), 1.60-1.70(m, 2H), 1.78-1.89(m, 2H), 2.26(m, 1H), 
2.39(t, 2H, J = 7.0Hz), 2.57(t, 2H, J = 7.7Hz), 2.90(d, 2H, J = 6.6Hz), 3.16(brs, 
1H), 4.24(brs, 1H), 7.l2(d, 2H, J = 8.5Hz), 7.40(d, 2H, J = 8.5Hz). 
I - 1 1 1 
10 mp : 64-65 

*H-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.02(t, 3H, J = 7.5Hz), 1.35(d, 
3H, J = 6.7Hz), 1.26-1. 38(m, 2H), 1.48-1.69(m, 5H), 1.76-1.87(m, 2H), 2.04(m, 
1H), 2.38(t, 2H, J = 7.3Hz), 2.56(t, 2H, J = 7.6Hz), 2.91(m, 1H), 3.16(brs, 2H), 
4.42(brs, 1H), 7.11(d, 2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.47(brs, 1H). 
15 1-112 

mp : 79-80 °C 

1 H-NMR (CD CI 3) 6 ppm:1.36(s, 9H), 1.52-1.62(m, 2H), 1.67-1.76(m, 2H), 
2.22(t, 2H, J = 7.4Hz), 3.16(q, 2H, J = 6.3Hz), 3.78(s, 3H), 4.33(d, 2H, J = 5.4Hz), 
4.62(brs, 1H), 6.20(br8, 1H), 6.85(d, 2H, J = 8.8Hz), 7.19(d, 2H, J = 8.8Hz). 
20 1-113 

mp : 125-126 °C 

1H-NMR (CDCI3) 6 ppm:1.38(s, 9H), 1.62-1.70(m, 2H), 1.76-1.88(m, 2H), 
2.46(t, 2H, J = 7.4Hz), 3.22(q, 2H, J = 6. 1Hz), 4.22(t, 1H, J = 6. 1Hz), 7.24(dd, 1H, 
J = 8.9, 2.3Hz), 7.36(d, 1H, J = 2.3Hz), 7.65(brs, 1H), 8.29(d, 1H, J = 8.9Hz). 
25 1-114 

mp : 89-91 t 
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(m ,1H), 1.50-1.72 (m ,5H), 1.94-2.06 (m, 2H), 2.26 (m, 1H), 2.60 (t, 2H, J = 
7.7Hz), 2.84 (t, 2H, J = 7.7Hz), 2.93 (d, 2H, J = 6.3Hz), 3.20 (t, 2H, J = 6.6Hz), 
4.30 (brs, 1H), 7.19 (d, 2H, J = 8.5Hz), 7.63 (d, 2H, J = 8.5Hz), 9.15(brs, 1H). 
5 1-115 
mp : 94-95 

!H-NMR (CDC1 3 ) 8 ppm:0.92 (t, 3H, J = 7.5Hz), 1.03 (t, 3H, J = 7.5Hz), 
1.23-1.40 (m ,5H), 1.42-1.65 (m, 6H), 1.75 (m, 1H), 2.02 (m, 1H), 2.24 (t, 2H, J = 
7.0Hz), 2.59 (t, 2H, J = 8.0Hz), 2.90 (m, 1H), 3.14 (q, 2H, J = 6.6Hz), 4.20 (m, 
10 1H), 4.40 (d, 2H, J = 5.4Hz), 5.70 (brs, 1H), 7.14 (d, 2H, J = 8.1Hz), 7.18(d, 2H, 
J = 8.1Hz). 
1-116 
mp : 89-91 °C 

iH-NMR (CD CI 3) 6 ppm:0.97 (t, 3H, J = 7.3Hz), 1.02 (t, 3H, J = 7.5Hz), 1.35 
15 (d, 3H, J = 7.0Hz), 1.40-1.90 (m ,9H), 2.04 (m ,1H), 2.37 (t, 2H, J = 7.0Hz), 2.90 
(m, 1H), 3.17 (q, 2H, J = 6.6Hz), 3.93 (t, 2H, J = 6.6Hz), 4.32 (m, 1H), 6.84 (d, 2H, 
J = 9.0Hz), 7.31 (brs, 1H), 7.40 (d, 2H, J = 9.0Hz). 
1-117 
mp : 110-111 *fc 

20 !H-NMR (CDCI3) 8 ppm:1.02 (t, 3H, J = 7.5Hz), 1.34 (d, 3H, J = 6.6Hz), 
1.45-1.70 (m ,3H), 1.75-1.85 (m, 2H), 2.05 (m ,1H), 2.36 (t, 2H, J = 7.5Hz), 2.90 
(m, 1H), 3.16 (q, 2H, J = 6.6Hz), 3.78 (s, 3H), 4.50 (m, 1H), 6.84 (d, 2H, J = 
6.8Hz), 7.42 (d, 2H, J = 6.8Hz), 7.48 (brs, 1H). 
1-118 

25 mp : 113-115 °C 

1 H-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.0Hz), 1.20-1.34 (m ,1H), 1.37 (d, 
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6H, J = 7.0Hz), 1.48-1.70 (m, 3H), 2.43 (q, 2H, J = 6.6Hz), 2.58 (t, 2H, J = 7.7Hz), 
3.10-3.31 (m, 3H), 4.75 (m, 1H), 6.04 (d, 1H, J = 15.0Hz), 6.77 (dt, 1H, J = 7.7, 
15.0Hz), 7.14 (d, 2H, J = 8.4Hz), 7.55 (d, 2H, J = 8.4Hz), 7.85 (brs, 1H). 

1-119 
5 mp : 139-140 "C 

1H-NMR (CDC1 3 ) 6 ppm:1.19(s, 9H), 1.47(m, 2H), 1.61(m, 2H), 2.l8(t, 2H, J 
= 7.6Hz), 3.03(q, 2H, J = 6.3Hz), 4.09(t, 1H, J = 5.9Hz), 6.85(brd, 1H, J = 8.0Hz), 
7.00(t, 1H, J = 8.0Hz), 7.16(brd, 1H, J = 8.0), 7.48(brs, 1H), 7.57(brs, 1H). 

1-12 0 
10 mp: 183°C 

iH-NMR (CDCI3) 8 ppm:0.91(t, 3H, J = 7.3Hz), 1.20-1. 58(m, 6H), 1.40(s, 9H), 
2.07(dd, 1H, J = 12.9, 3.1Hz), 2.52(t, 2H, J = 7.7Hz), 2.95(dd, 2H, J = 11.5, 
2.5Hz), 3.46(m, 1H), 3.88-4. 07(m, 3H), 6.47(s, 1H), 7.08(d, 2H, J = 8.5Hz), 
7.22(d, 2H, J = 8.5Hz). 
15 1-12 1 

mp : 163-166 t 

iH-NMIKCDClg) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.32-1. 62(m, 6H), 1.45(s, 9H), 
1.95-2.07(m, 3H), 2.20(m, 1H), 2.46(td, 1H, J = 10.4, 3.7Hz), 2.37(t, 2H, J = 
7.6Hz), 3.43(brd, 2H, J = 10.4Hz), 4.80(s, 1H), 7.l2(d, 2H, J = 8.4Hz), 7.14(s, 
20 1H), 7.39(d, 2H, J = 8.4Hz). 
1-12 2 
mp : 188-189. t 

iH-NMR (CDCI3) 5 ppm:0.91 (t, 3H, J = 7.5Hz), 1.25-1.41 (m ,2H), 1.42 (s, 
9H), 1.50-1.62 (m ,2H), 1.78-1.95 (m ,4H), 2.00-2.20 (m ,6H), 2.57 (t, 2H, J = 
25 7.5Hz), 3.99 (brs, 1H), 7.10 (brs, 1H), 7.12 (d, 2H, J = 6.5Hz), 7.41 (d, 2H, J = 
6.5Hz). 
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1-12 3 

mp : 197-198 

!H-NMR (CDC1 3 ) 6 ppm:0.91 (t, 3H, J = 7.5Hz), 1.24-1.40 (m ,2H), 1.39 (s, 
9H), 1.50-1.70 (m ,2H), 1.99 (brs ,12H), 2.56 (t, 2H, J = 7.5Hz), 3.47 (brs, 1H), 
5 7.10 (s, 1H), 7.11 (d, 2H, J = 8.5Hz), 7.38 (d, 2H, J = 8.5Hz). 
1-12 4 
mp : 258-260 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.62-1.81 (m, 2H), 
2.03-2.35 (m, 5H), 2.37 (s, 3H), 2.71 (s, 3H), 3.32 (m, 1H), 3..64 (d, 1H, J = 
10 8.4Hz), 7.08 (brs, 1H), 7.24 (m, 1H), 7.33 (m, 2H), 7.60 (d, 1H, J = 8.1Hz), 7.77 
(s, 1H), 7.80 (d, 1H, J = 8.4Hz), 8.14 (m, 1H). 
1-12 5 
mp : 297-299 t 

J H-NMR (DMSO-de) 6 ppm:1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.01 (m, 4H), 
15 2.47 (m, 1H), 2.76 (brs, 1H), 3.05 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.23 (d, 1H, J 
= 9.0Hz), 7.46 (dd, 1H, J = 2.0, 9.0Hz), 8.03 (d, 1H, J = 2.0Hz). 
1-12 6 
mp : 198-199 t 

*H-NMR (CDCI3) 6 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
20 1.98-2.35 (m, 5H), 3.30 (m, 1H), 3.67 (d, 1H, J = 9.6Hz), 5.89 (tt, 1H, J = 3.0, 
50.0Hz), 6.97 (d, 1H, J = 7.8Hz), 7.21 (s, 1H), 7.30-7.40 (m, 2H), 7.55 (s, 1H) 
1-12 7 
mp : 262-264 °C 

*H-NMR (CDCI3) 5 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
25 2.00-2.36 (m, 5H), 2.57 (s, 3H), 3.33 (m, 1H), 3. .62 (d, 1H, J = 8.7Hz), 7.28 (brs, 
1H), 7.62 (d, 2H, J = 8.7Hz), 7.94 (d, 2H, J = 8.7Hz). 
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-I -1-28 

mp : 252-254 °C 

!H-NMR (CDC1 3 ) 8 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.79 (m, 2H), 
1.99-2.30 (m, 5H), 2.46 (s, 3H), 3.32 (m, 1H), 3.. 64 (m, 1H), 7.11 (brs, 1H), 7.23 
5 -(d,-2H, J = 9.0Hz), 7.44 (d, 2H, J = 9.0Hz). 
1-12 9 
mp : >300 t 

1 H-NMR (CDCI3+CD3OD) 8 ppm:l. 30-1. 45(m, 2H), 1.42(s, 9H), 1.70-1.88(m, 
2H), 2.10-2.37(m, 4H), 2.52(m, 1H), 3.34(m, 1H), 7.43-7.54(m, 3H), 7.82(d, 1H, J 
10 = 6.7Hz), 7.88(d, 1H, J = 8.5Hz), 7.98-8.07(m, 2H), 8.44(s, 1H), 8.46(s, 1H). 
1-13 0 
mp : 123-124 t 

iH-NMR (CDCI3) 8 ppm:1.18-1.34(m, 2H), 1.40(6, 9H), 1.62-1.75(m, 2H), 
2.00-2.28(m, 5H), 3.31(m, 1H), 3.61(d, 1H, J = 9.5Hz), 5.59(s, 1H), 7.17(s, 1H), 
15 7.30-7. 37(m, 6H), 7.41(d, 1H, J = 8.5Hz), 7.84(d, 1H, J = 2.1Hz). 
1-13 1 
mp : 202-204 

iH-NMR (CDCI3) 6 ppm:1.27-1.38(m, 2H), 1.38(s, 9H), 1.62-1.75(m, 2H), 
1.97-2.04(m, 2H), 2.18-2.27(m, 3H), 3.26(m, 1H), 3.81(s, 3H), 4.62(d, 1H, J = 
20 7.9Hz), 7.12(d, 1H, J = 7.8Hz), 7.40(t, 1H, J = 7.8Hz), 7.51(s, 3H), 7.61(d, 1H, J 
= 7.8Hz), 7.71(s, 1H), 8.21(brs, 1H). 
1-13 2. 
mp : 236-237 °C 

*H-NMR (CDC1 3 ) 8 ppm:1.23-1.43(m, 2H), 1.41(8, 9H), 1.66-1.80(m, 2H), 
25 2.08-2. 12(m, 2H), 2.23-2. 31(m, 3H), 3.34(m, 1H), 3.87(d, 1H, J = 9.5Hz), 4.02(s, 
3H), 7.30(td, 1H, J = 7.3, 1.1Hz), 7.36(s, 1H), 7.39(td, 1H, J = 7.3, 1.5Hz), 
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7.53(brd, 1H, J = 7.3Hz), 7.84(brd, 1H, J = 7.3Hz), 8.05(s, 1H), 8.73(s, 1H). 
1-13 3 
mp : 198-200 °C 

1H-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 0.97(t, 3H, J = 6.7Hz), 
5 1.18-1.81(m, 7H), 1.39(s, 9H), 1.98-2.05(m, 2H), 2.21-2.24(m, 3H), 3.29(m, 1H), 

4.00(dd, 1H, J = 10.7, 6.7Hz), 4.09(dd, 1H, J = 10.7, 6.1Hz), 4.27(d, 1H, J = 

9.8Hz), 6.37(d, 1H, J = 15.9Hz), 7.47(d, 2H, J = 8.5Hz), 7.59(d, 2H, J = 8.5Hz), 

7.62(d, 1H, J= 15.9Hz), 7.83(brs, 1H). 

1-13 4 
10 mp : 212-213 t 

!H-NMR (CDCI3) 6 ppm:1.21-1.32(m, 2H), 1.39(s, 9H), 1.59-1.73(m, 2H), 

1.99-2. 04(m, 2H), 2.10-2.26(m, 3H), 3.26(m, 1H), 3.72(d, 1H, J= 9.6Hz), 6.74(m, 

1H), 7.02(d, 2H, J = 7.4Hz), 7.11(t, 1H, J = 7.4Hz), 7.13-7.19(m, 2H), 7.22- 

7.26(m, 2H), 7.34(t, 2H, J = 7.4Hz). 
15 1-13 5 

mp : 294-296 °C 

1H-NMR (DMSO-de) 8 ppm:1.27 (s, 9H), 1.28-1.55 (m, 4H), 1.81-2.05 (m, 4H), 

2.26 (m, 1H), 2.98-3.20 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.31 (t, 1H, J = 7.5Hz), 
7.54-7.72 (m, 5H), 7.94 (brs, 1H). 

20 1-13 6 
mp : >300 t 

1H-NMR (DMSO-de) 8 ppm:1.28 (s, 9H), 1.29-1.59 (m, 4H), 1.81-2.02 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7Hz), 7.38 (t, 1H, J = 7.2Hz), 7.48 
(t, 2H, J = 7.2Hz), 7.62-7.81 (m, 10H), 9.93 (brs, 1H). 

25 1-13 7 

mp : 291-292 °C 
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1H - NM R (CD Cl-g) — C ypm. 1.20-1.3 9 (m, 211), 1.41 (b, 911), fr ^birSO (m, 2H), 

2.01-2.36 (m, 5H), 3.32 (m, 1H), 3.63 (d, 1H, J = 9.3Hz), 7.20 (brs, 1H), 7.53-7.74 
(m, 8H). 
1-13 8 
6 mp : 259-262 °C 

iH-NMR (CD 3 OD) 6 ppm:1.40 (s, 9H), 1.40-1.80 (m, 4H), 2.00-2.30 (m, 4H), 
2.45 (m, 1H), 3.00 (s, 3H), 3.15-3.30 (m, 2H), 7.90 (d, 1H, J = 8.4Hz), 8.12 (d, 1H, 
J = 9.0Hz), 8.39 (d, 1H, J = 9.0Hz), 8.72 (s, 1H), 8.92 (d, 1H, J = 8.4Hz), 10.4 (s, 
1H). 

10 1-13 9 

mp : 265-268 *C 

J H-NMR (CDCI3) 5 ppm:1.25-1.40(m, 2H), 1.40(s, 9H), 168-1. 81(m, 2H), 
2.05-2. 10(m, 2H), 2.23-2.37(m, 3H), 3.32(m, 1H), 4.27(d, 1H, J = 9.1Hz), 7.53(t, 
1H, J = 7.9Hz), 7.63(td, 1H, J = 7.9, 1.4Hz), 7.77(d, 1H, J = 7.9Hz), 8.03(d, 1H, 
15 J = 7.9Hz), 8.37(brs, 1H), 8.85-8.86(m, 2H). 
1-14 0 
mp : 258-260 

!H-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.52-1.85 (m, 2H), 
2.03-2.35 (m, 5H), 3.34 (m, 1H), 3.75 (m, 1H), 7.35-7.66 (m, 3H), 8.05 (d, 1H, J 
20 = 9.0Hz), 8.11 (d, 1H, J = 9.0Hz), 8.40 (brs, 1H), 8.83 (s, 1H). 
1-14 1 
mp : 205-206 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.37(m, 2H), 1.40(s, 9H), 1.43-1. 62(m, 2H), 
1.90-2.01(m, 2H), 2.02-2.23(m, 3H), 3.27(m, 1H), 3.63(d, 1H, J = 9.6Hz), 3.70(s, 
25 3H), 6.64(d, 1H, J = 8.8Hz), 7.28-7.41(m, 5H), 7.45(brs, 1H), 8.26(d, 1H, J = 
8.8Hz). 
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1-14 2 
mp : 277-280 °C 

1H-NMR (CD CI 3) 6 ppm:0.23-0.34(m, 2H), 1.34(s, 9H), 1.34-1.55(m, 5H), 
1.76-1.80(m, 2H), 2.97(m, 1H), 3.31(d, 1H, J = 9.6Hz), 7.18(s, 1H), 7.50-7.59(m, 
5 4H), 7.77(dd, 1H, J = 7.4, 1.0Hz), 7.91-7.98(m, 2H), 8.39(dd, 1H, J = 7.4, 1.9Hz). 
1-14 3 
mp : 202-203 t 

!H-NMR (CDCI3) 8 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.57-1. 71(m, 2H), 
2.05-2. 10(m, 2H), 2.18-2.28(m, 3H), 3.31(m, 1H), 3.91(s, 3H), 3.93(s, 3H), 4.05(d, 
10 1H, J = 9.5Hz), 8.15(s, 1H), 9.56(s, 1H). 
1-14 4 
mp : 177-178 °C 

!H-NMR (CDCI3) 6 ppm:1.27-1.39(m, 2H), 1.40(s, 9H), 1.65-1. 79(m, 2H), 
2.04-2.07(m, 2H), 2.12-2.34(m, 3H), 3.22(m, 1H), 3.93(d, 1H, J = 9.1Hz), 6.90- 
15 7.03(m, 3H), 7.25(m, 1H), 7.77(dd, 1H, J = 4.9, 1.7Hz), 7.81(brs, 1H), 8.72(dd, 
1H. J = 7.8, 1.5Hz). 
1-14 5 
mp : >300 °C 

!H-NMR (DMSO-de) 5 ppm:1.30(s, 9H), 1.44-1. 70(m, 4H), 2.05-2.l9(m, 4H), 
20 2.73(m, 1H), 3.18(m, 1H), 6.86(d, 1H, J = 8.8Hz), 7.62(t, 2H, J = 8.5Hz), 7.86(t, 
2H, J = 8.5Hz), 7.89(d, 2H, J = 8.5Hz), 8.16(d, 2H, J = 8.5Hz). 
1-14 6 
mp : 240-242 t 

!H-NMR (DMSO-de) 5 ppm:1.26-1.53(m, 4H), 1.27(s, 9H), 1.74-1.83(m, 2H), 
25 1.90-1.97(m, 2H), 2.26(m, 1H), 3.04(m, 1H), 6.59(brs, 1H), 6.74-6.79(m, 3H), 
7.74(8, 1H), 10.32(s, 1H), 12.80(s, 1H). 
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j 1-4-? 

mp : 167-169 °C 

1 H-NMR (CD CI 3) 6 ppm:l. 05-1.28 (m, 2H), 1.38 (s, 9H), 1.47-1.70 (m, 2H), 
1.80-2.00 (m, 3H), 2.13-2.25 (m, 2H), 2.75 (t, 2H, J = 6.9Hz), 3.24 (m, 1H), 3.49 
5 (dt, 2H, J = 6.3, 6.9Hz), 3.58 (d, 1H, J = 8.7Hz), 3.87 (s, 6H), 5.40 (brs, 1H), 6.71 
(m, 2H), 6.82 (d, 1H, J = 8.7Hz). 
1-14 8 
mp : 171-172 °C 

!H-NMR (CD CI 3) 6 ppm:l. 16-1.38 (m, 2H), 1.39 (s, 9H), 1.50-1.79 (m, 4H), 
10 1.85-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.35-2.56 (m, 6H), 3.25 (m, 1H), 3.33 (q, 
2H, J = 6.0Hz), 3.63 (d, 1H, J = 9.0Hz), 3.72 (t, 4H, J = 4.6Hz), 6.77 (brs, 1H). 
1-14 9 

!H-NMR (CDCI3) 6 ppm:1.20-1.36 (m, 2H), 1.28 (t, 3H, J = 7.2Hz), 1.39 (s, 
9H), 1.45-1.70 (m, 2H), 1.85-2.30 (m, 7H), 2.43 (s, 3H), 3.05-3.42 (m, 3H), 
15 3.46-3.80 (m, 3H), 7.31 (d, 1H, J = 7.2Hz), 7.40-7.52 (m, 3H), 8.18 (brs, 1H). 
1-15 0 
mp : 203-204 t 

iH-NMR (CDCI3) 5 ppm:l. 15-1.37 (m, 2H), 1.39 (s, 9H), 1.42-1.70 (m, 2H), 
1.85^2.29 (m, 5H), 2.76 (t, 2H, J = 6.0Hz), 3.26 (m, 1H), 3.49 (q, 2H, J = 6.0Hz), 
20 3.61 (m, 1H), 4.03 (s, 2H), 5.88 (brs, 1H), 7.15 (dd, 1H, J = 7.0, 8.8Hz), 7.30-7.35 
(m, 2H). 
1-15 1 
mp : 181-183 °C 

J H-NMR (CDCI3) 6 ppm:l. 15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.64 (m, 2H), 
25 1.88-2.05 (in, 3H), 2.15-2.25 (m, 2H), 2.69 (t, 2H, J = 6.0Hz), 3.28 (m, 1H), 3.47 
(q, 2H, J = 6.0Hz), 3.58 (d, 1H, J = 9.9Hz), 3.87 (s, 2H), 5.83 (brs, 1H), 7.00 (m, 
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1H), 7.20 (m, 2H). 
1-15 2 
mp : 222-224 t 

1H-NMR (CDC1 3 ) 8 ppm: 1.16-1.37 (m, 2H), 1.39 (s, 9H), 1.49-1.70 (m, 2H), 
5 1.90-2.25 (m, 5H), 3.26 (m, 1H), 3.36 (t, 2H, J = 6.4Hz), 3.66 (dt, 3H, J = 6.0, 
6.4Hz), 5.87 (t, 1H, J = 6.0Hz), 7.58 (s, 1H), 7.68 (dd, 1H, J = 7.0, 8.5Hz), 7.83 
(dd, 1H, J = 7.0, 8.5Hz), 8.19 (t, 2H, J = 8.5Hz). 
1-15 3 
mp : 207-209 *C 

10 !H-NMR (CDCI3) 5 ppm:1.05-1.25 (m, 2H), 1.38 (s, 9H), 1.40-2.03 (m, 10H), 
2.05-2.25 (m, 2H), 2.58 (s, 3H), 2.76 (m, 1H), 3.05-3.35 (m, 2H), 3.97 (d, 1H, J = 
9.5Hz), 4.94 (t, 1H, J = 4.0Hz), 8.42 (d, 1H, J = 5.5Hz), 8.97 (d, 1H, J = 5.5Hz). 
1-15 4 
mp : 184-185 °C 

15 !H-NMR (CD CI 3) 8 ppm: 1.05-1.25 (m, 2H), 1.37 (s, 9H), 1.50-1.69 (m, 2H), 
1.85-2.05 (m, 3H), 2.10-2.21 (m, 2H), 3.24 (m, 1H), 3.64 (m, 1H), 4.87 (s, 1H), 
4.88 (s, 1H), 5.67 (brs, 1H), 7.42 (d, 2H, J = 5.5Hz), 7.52 (m, 2H), 7.78 (m, 1H), 
7.82 (m, 1H), 7.95 (d, 1H, J = 7.0Hz). 
1-15 5 

20 mp : 208-210 t 

J H-NMR (DMSO-de) 8 ppm:1.26 (s, 9H), 1.27-1.50 (m, 4H), 1.75-2.00 (m, 4H), 
2.16 (m, 1H), 2.81 (s, 3H), 3.02 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 10.00 (s, 1H), 
10.66 (s, 1H). 
1-15 6 

25 mp : 256-257 °C 

1 H-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.81 (m, 2H), 
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2.01-2.35 (m, 5H), 2.69 (t, 2H, J = 6.0Hz), 3.11 (t, 2H, J = 6.0Hz), 3.30 (m, 1H), 
3.61 (d, 1H, J = 9.3Hz), 7.21 (d, 1H, J = 8.0Hz), 7.31 (s, 1H), 7.70 (d, 1H, J = 
8.0Hz), 7.99 (s, 1H). 
1-15 7 
5 mp : 269-271 °C 

!H-NMR (CD CI 3) 5 ppm:1.20-1.45 (m, 2H), 1.41 (s, 9H), 1.70-1.90 (m, 2H), 
2.10-2.45 (m, 5H), 3.37 (m, 1H), 3.68 (m, 1H), 7.45 (dd, 1H, J = 4.0, 8.0Hz), 7.53 
(brs, 1H), 7.72 (t, 1H, J = 8.0Hz), 7.83 (d, 1H, J = 8.0Hz), 8.02 (d, 1H, J = 8.0Hz), 
8.18 (d, 1H, J = 8.0Hz), 8.93 (d, 1H, J = 4.0Hz). 
10 1-15 8 

mp : 253-255 t 

1 H-NMR (CDCI3) 6 ppm:l. 20-1.40 (m, 2H), 1.42 (s, 9H), 1.60-1.90 (m, 2H), 
2.06-2.50 (m, 5H), 2.72 (s, 3H), 3.33 (m, 1H), 3.78 (d, 1H, J = 9.2Hz), 7.52 (t, 
1H, J = 7.0Hz), 7.62-7.80 (m, 2H), 7.94 (brs, 1H), 8.05 (d, 1H, J = 8.5Hz), 8.20 (s, 
15 1H). 

1-15 9 
mp : 253-255 t 

!H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.80 (m, 2H), 
1.98-2.30 (m, 5H), 2.71 (s, 3H), 3.31 (m, 1H), 3.68 (d, 1H, J = 9.0Hz), 7.41 (brs, 
20 1H), 7.61 (d, 2H, J = 9.0Hz), 7.70 (d, 2H, J = 9.0Hz). 
1-16 0 
mp : 211-212 °C 

1H-NMR (CDCI3) 6 ppm:1.20-1.32 (m, 2H), 1.39 (t, 3H, J = 7.0Hz), 1.40 (s, 
9H), 1.55-1.79 (m, 2H), 1.98-2.35 (m, 5H), 3.31 (m, 1H), 3.65 (d, 1H, J = 9.5Hz), 
25 4.03 (q, 2H, J = 7.0Hz), 6.64 (d, 1H, J = 8.0Hz), 6.92 (d, 1H, J = 8.0Hz), 7.10 (s, 
1H), 7.19 (t, 1H, J = 8.0Hz), 7.30 (brs, 1H). 
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T - ] fi 1 

mp : 202-203 °C 

1H-NMR (CDC1 3 ) 5 ppm:0.96 (t, 1H, J = 7.3Hz), 1.29-1.39 (m, 2H), 1.40 (s, 
9H), 1.41-1.58 (m, 2H), 1.60-1.80 (m, 4H), 1.98-2.31 (m, 5H), 3.31 (m, 1H), 3.66 
5 (d, 1H, J = 8.5Hz), 3.96_(t, 2H, J = 6.4Hz), 6.64 (d, 1H, J = 8.0Hz), 6.90 (d, 1H, 
J = 8.0Hz), 7.11 (s. 1H), 7.19 (t, 1H, J = 8.0Hz), 7.31 (brs, 1H). 
1-16 2 
mp : 177-180 °C 

iH-NMR (CDCI3) 6 ppm:l. 18-1.38 (m, 2H), 1.39 (s, 9H), 1.59-1.78 (m, 2H), 
1.95-2.05 (m, 2H), 2.07-2.25 (m, 3H), 3.26 (m, 1H), 3.46 (s, 3H), 4.17 (d, 1H, J = 
9.5Hz), 5.15 (s, 2H), 6.77 (d, 1H, J = 8.0Hz), 7.10-7.23 (m, 2H), 7.34 (s, 1H), 7.58 
(s, 1H). 
1-16 3 
mp : 175-178 *C 

!H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.78-2.00 (m, 4H), 
2.22 (m, 1H), 2.96-3.15 (m, 2H), 6.67 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 7.18 (m, 
2H), 7.38 (s, 1H), 9.81 (s, 1H). 
1-16 4 
mp : 232-233 t 

!H-NMR (CD CI 3) 6 ppm:0.97(t, 3H, J = 7.3Hz), 1.22-1. 30(m, 2H), 1.40(s, 9H), 
1.44-1.51(m, 2H), 1.67-1.77(m, 4H), 2.02-2.24(m, 5H), 3.22(m, 1H), 3.62(d, 1H, 
J = 9.6Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 8.4Hz), 7.01(brs, 1H), 7.91(dd, 
1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 5 
mp : 199-200 °C 

iH-NMR (CD CI 3) 6 ppm:0.96(t, 3H, J = 7.4Hz), 1.24-1. 50(m, 4H), 1.40(s, 9H), 
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1.67-1. 76(m, 3H), 2.03-2. 08(m, 2H), 2.24-2.35(m, 3H), 3.29(m, 1H), 3.76(d, 1H, 
J = 9.1Hz), 3.91(t, 2H, J = 6.6Hz), 6.41(dd, 1H, J = 8.8, 2.5Hz), 6.56(d, 1H, J = 
2.5Hz), 6.82(d, 1H, J = 8.8Hz), 7.43(s, 1H), 8.95(s, 1H). 
1-16 6 
5 mp : 215-218 t 

!H-NMR (CDCI3+CD3OD) 5 ppm.0.97(t, 3H, J = 7.4Hz), 1.24-1.40(m, 4H), 
1.39(s, 9H), 1.42-1. 50(m, 2H), 1.54-1. 72(m, 2H), 1.76-1.82(m, 2H), 1.91-2. 00(m, 
2H), 2.06-2.22(m, 3H), 3.24(m, 1H), 4.00(t, 2H, J = 6.6Hz), 6.78(d, 1H, J = 
8.8Hz), 6.98(dd, 1H, J = 8.8, 2.5Hz), 7.09(d, 1H, J = 8.8Hz). 
10 1-16 7 

mp : 212-213 t 

!H-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.5Hz), 1.26-1.34(m, 2H), 1.40(s, 9H), 
1.45-1.50(m, 2H), 1.68-1. 77(m, 4H), 2.03-2.08(m, 2H), 2.17(m, 1H), 2.26-2.29(m, 
2H), 3.29(m, 1H), 3.60(d, 1H, J = 9.0Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 
15 8.4Hz), 7.01(brs, 1H), 7.91(dd, 1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 8 
mp : 230-232 t 

1 H-NMR (CDC1 3 ) 5 ppm:1.22-1.35(m, 2H), 1.40(s, 9H), 1.63-1. 77(m, 2H), 
2.03-2.08(m, 2H), 2.15-2.29(m, 3H), 3.31(m, 1H), 3.63(d, 1H, J = 9.3Hz), 6.89(d, 
20 1H, J = 9.4Hz), 7.10(brd, 2H, J = 7.4Hz), 7.12(brs, 1H), 7.18(t, 1H, J = 7.4Hz), 
7.36(brt, 2H, J = 7.4Hz), 8.09-8.15(m, 2H). 
1-16 9 
mp : 159-160 °C 

iH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3), 1.20-1.35(m, 2H), 1.40(e, 9H), 
25 1.37-1.49(m, 2H), 1.61-1. 78(m, 4H), 2.05-2.08(m, 2H), 2.23-2.26(m, 2H), 2.36(s, 
3H), 2.97(brs, 1H), 3.32(m, 1H), 3.86(brs, 1H), 4.30(t, 2H, J = 6.5Hz), 6.25(s, 
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1H), 7.92(brs, 1H). 
1-17 0 
mp : 180-181 °C 

!H-NMR (CDC1 3 ) 8 ppm:0.88-0.89(m, 2H), 1.39(s, 9H), 1.42-1.60(m, 2H), 
5 1.86-1.90(m, 2H), 2.04-2.09(m, 2H), 2.42(s, 3H), 2.91(m, 1H), 3.20(m, 1H), 
3.63(d, 1H, J = 9.2Hz), 6.38(s, 1H), 7.15(m, 2H), 7.28(m, 1H), 7.45(m, 2H), 
7.84(brs, 1H). 
1-17 1 
mp : 173-174 t 

10 *H-NMR (CDC1 3 ) 5 ppm:0.98(t, 3H, J = 7.5Hz), 1.29-1. 40(m, 2H), 1.40(s, 9H), 
1.55(111, 2H), 1.62-1.83(m, 4H), 2.09-2.12(m, 2H), 2.24-2.32(m, 3H), 3.32(m, 1H), 
3.63(d, 1H, J = 9.5Hz), 3.99(t, 2H, J = 6.4Hz), 7.22(dd, 1H, J = 9.4, 2.7Hz), 
7.66(d, 1H, J= 2.7Hz), 8.63(d, 1H, J = 9.4Hz), 10.17(s, 1H). 
1-17 2 

15 mp : 238-242 °C 

iH-NMR (CDCI3) 8 ppm:0.96(t, 3H, J = 7.3Hz), 1.23-1.52(m, 4H), 1.40(s, 9H), 
1.61-1. 78(m, 4H), 2.05-2.28(m, 5H), 3.30(m, 1H), 3.66(d, 1H, J = 9.4Hz), 
3.84(bre, 2H), 3.90(t, 2H, J = 6.4Hz), 6.32-6.35(m, 2H), 6.96(brs, 1H), 6.97(d, 1H, 
J = 9.4Hz). 

20 1-17 3 
mp : 165-166 

!H-NMR (CDCI3) 8 ppm:1.23-1.26(m, 2H), 1.40(s, 9H), 1.67-1. 72(m, 2H), 
2.0l-2.06(m, 2H), 2.11-2.28(m, 3H), 3.31(m, 1H), 3.60(s, 2H), 3.69(s, 3H), 
4.02(brs, 1H), 7.01(d, 1H, J = 8.0Hz), 7.25(t, 1H, J = 8.0Hz), 7.43(d, 1H, J = 
25 8.0Hz), 7.49(brs, 1H), 7.51(brs, 1H). 
1-17 4 
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m- p : 264 - 26 5-3C 

1H-NMR (CDCI3+CD3OD) 8 ppm: 1.26-1.29(m, 2H), 1.39(s, 9H), 1.62-1.69(m, 
2H), 1.96-2.00(m, 2H), 2.18-2.21(m, 3H), 3.25(m, 1H), 3.58(s, 2H), 7.01(d, 1H, J 
= 7.5Hz), 7.26(t, 1H, J = 7.5Hz), 7.42(brs, 1H), 7.50(d, 1H, J = 7.5Hz). 

5 1-17 5 
mp : 90-94 t 

iH-NMR (CDCI3) 8 ppm:1.16-1.23(m, 2H), 1.37(s, 9H), 1.44-1.56(m, 2H), 
1.73-1. 85(m, 3H), 2.11-2.15(m, 2H), 3.57(t, 2H, J = 6.4Hz), 3.21(m, 1H), 3.58(m, 
2H), 3.84(d, 1H, J = 9.3Hz), 5.56(brs, 1H), 7.01(s, 1H), 7.11(t, 1H, J = 7.5Hz), 
10 7.21(t, 1H, J = 7.5Hz), 7.38(d, 1H, J = 7.5Hz), 7.59(d, 1H, J = 7.5Hz), 8.24(brs, 
1H). 

1-17 6 
mp : 116-118 t 

!H-NMR (CDCI3) 8 ppm:1.18-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
15 1.95-2.30 (m, 5H), 3.30 (m, 1H), 3.69 (m, 1H), 3.80 (s, 3H), 4.64 (s, 2H), 6.67 (d, 
1H, J = 8.0Hz), 7.00 (d, 1H, J = 8.5Hz), 7.15-7.24 (m, 2H), 7.32 (brs, 1H). 
1-17 7 
mp : 219-220 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.75-2.01 (m, 
20 4H), 2.18-2.30 (m, 1H), 2.95-3.15 (m, 2H), 4.61 (s, 2H), 6.56 (m, 1H), 6.80 (d, 1H, 
J = 8.5Hz), 7.16 (m, 2H), 7.28 (brs, 1H), 9.87 (brs, 1H). 
1-17 8 
mp : 170-173 X> 

!H-NMR (CDCI3) 8 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.50-1.80 (m, 2H), 
25 1.90-2.33 (m, 5H), 2.36 (s, 6H), 2.75 (t, 2H, J = 5.5 Hz), 3.30 (m, 1H), 3.70 (m, 
1H), 4.08 (t, 2H, J = 5.5Hz), 6.68 (d, 1H, J = 8.0Hz), 6.94 (d, 1H, J = 7.5Hz), 
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7>15 - 7.23 (m ,-2H), 7.33 (brs, 1H). 

1-17 9 
mp : 191-193 °C 

1H-NMR (CD CI 3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.80 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.30 (m, 1H), 3.70 (d, 1H, J = 9.5 Hz), 4.77 (s, 2H), 6.73 (d, 1H, 
J = 8.0Hz), 7.04 (d, 1H, J = 8.0Hz), 7.20-7.31 (m, 2H), 7.48 (brs, 1H). 
1-18 0 
mp : 174-176 °C 

!H-NMR (CDCI3) 6 ppm:1.10-1.30 (m, 2H), 1.40 (s, 9H), 1.45-1.65 (m, 2H), 
10 1.81-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.58 (t, 2H, J = 6.5Hz), 3.25 (m, 1H), 3.37 
(dt, 2H, J = 5.5, 6.5Hz), 3.60 (d, 1H, J = 9.5Hz), 3.71 (s, 2H), 5.73 (brs, 1H), 
7.20-7.40 (m, 5H). 
1-18 1 
mp : 176-178 t 

15 iH-NMR (CDCI3) 6 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.70 (m, 6H), 
1.85-2.01 (m, 3H), 2.15-2.28 (m, 2H), 2.63 (t, 2H, J = 7.0Hz), 3.25 (dt, 2H, J = 6.0, 
7.0Hz), 3.27 (m, 1H), 3.63 (m, 1H), 5.35 (brs, 1H), 7.17 (m, 3H), 7.29 (m, 2H). 
1-18 2 
mp : 152-154 °C 

20 !H-NMR (CDCI3) 8 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.65 (m, 2H), 
1.85-2.05 (m, 3H), 2.09-2.25 (m, 2H), 3.25 (m, 1H), 3.45 (dt, 2H, J = 5.0, 5.0Hz), 
3.55 (t, 2H, J = 5.0Hz), 3.60 (m, 1H), 4.51 (s, 2H), 5.81 (brs, 1H), 7.29-7.40 (m, 
5H). 

1-18 3 
25 mp : 208-211 

*H-NMR (CDCI3) 5 ppm:1.20-1.31(m, 2H), 1.39(s, 9H), 1.62-1. 68(m, 2H), 
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4,98-£^5(m, 5H), 3.30(m, 1H), 3.57(d, 1H, J = 9.2Hz), 4.59(d, 2H , J = 5.8Hz), 

5.76(brs, 1H), 7.37(dd, 1H, J = 8.4, 2.0Hz), 7.46-7.52(m, 2H), 7.69(bre, 1H), 
7.78-7.83(m, 3H). 
1-18 4 
5 mp : 180-182 °C 

1H-NMR (CD CI 3) 8 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.60-1.69(m, 2H), 
2.05-2.09(m, 2H), 2.21-2.27(m, 3H), 3.45(m, 1H), 3.64(d, 1H, J = 9.6Hz), 4.77(d, 
2H, J = 4.9Hz), 7.43(d, 1H, J = 8.6Hz), 7.46(brs, 1H), 7.61(t, 1H, J =7.7Hz), 
7.73(t, 1H, J = 7.7Hz), 7.87(t, 1H, J = 7.7Hz), 8.20(t, 1H, J = 7.7Hz), 8.24(d, 1H, 
10 J = 8.6Hz). 
1-18 5 
mp : 260-261 t 

iH-NMR (CDCI3) 6 ppm:1.22-1.32(m, 2H), 1.39(s, 9H), 1.60-1.70(m, 2H), 
1.97-2.01(m, 2H), 2.11(m, 1H), 2.2l-2.24(m, 2H), 3.30(m, 1H), 3.61(d, 1H, J = 
15 9.3Hz),4.95(d, 2H, J = 6.0Hz), 5.85(brs, 1H), 7.33(d, 1H, J = 4.8Hz), 7.62(dd, 1H, 
J = 8.4, 6.9Hz), 7.75(dd, 1H, J = 8.1, 6.9Hz), 8.00(d, 1H, J = 8.1Hz), 8.20(d, 1H, 
J = 8.4Hz), 8.42(d, 1H, J = 4.8Hz). 
1-18 6 
mp : 231-233 t 

20 !H-NMR (CDCI3) 6 ppm:1.23-1.40(m, 2H), 1.40(6, 9H), 1.62-1.76(m, 2H), 
2.04-2.10(m, 2H), 2.22-2.32(m, 3H), 3.30(m, 1H), 3.95(d, 1H, J = 9.3Hz), 5.04(d, 
2H, J = 4.1Hz), 7.61(d, 1H, J = 5.8Hz), 7.63(brs, 1H), 7.65(dd, 1H, J = 8.2, 
6.9Hz), 7.73(dd, 1H, J = 8.5, 6.9Hz), 7.86(d, 1H, J = 8.2Hz), 8.l0(d, 1H, J = 
8.5Hz), 8.42(d, 1H, J = 5.8Hz). 

25 1-18 7 

mp : 184-187 °C 
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Ul - MMR (CDCI3 ) — §-^pmf0^-7(t, 3H, J = 7.3 Hz), 1.18-1.30(m, 2H), 1.39(s, 9H), 
1.42-1.65(m, 4H), 1.70-1. 80(m, 2H), 1.94-2. 08(m, 3H), 2.18-2.26(m, 2H), 3.29(m, 
1H), 3.61(d, 1H, J = 9.5Hz), 3.93(t, 2H, J = 6.4Hz), 4.39(d, 2H, J = 5.5Hz), 
5.67(brs, 1H), 6.79-6.83(m, 3H), 7.23(t, 1H, J = 7.6Hz). 
5 1-18 8 

mp : 224-226 °C 

1 H-NMR (CDCI3) 8 ppm:.16-1.31(m, 2H), 1.38(s, 9H), 1.55-1.70(m, 2H), 
1.92.2.07(m, 3H), 2.17-2.23(m, 2H), 3.21(m, 1H), 3.81(s, 3H), 3.83(s, 6H), 4.05(d, 
1H, J = 9.8Hz), 4.34(d, 2H, J = 5.8Hz), 5.96(brs, 1H), 6.47(6, 2H). 
10 1-18 9 

mp : 217-218 °C 

!H-NMR (CDCI3) 8 ppm:1.15-1.30(m, 2H), 1.37(s, 9H), 1.52-1.66(m, 2H), 
1.90-2.06(m, 3H), 2.13-2.20(m, 2H), 2.93(s, 6H), 3.24(m, 1H), 3.94(d, 1H, J = 
9.5Hz), 4.30(d, 2H, J = 5.5Hz), 5.73(brs, 1H), 6.69(d, 2H, J = 8.9Hz), 7.12(d, 2H, 
15 J = 8.9Hz). 
1-19 0 

mp : amorphous solid 

iH-NMR (CDCI3) 8 ppm:1.17-1.32(m, 2H), 1.39(s, 9H), 1.54-1.72(m, 2H), 
1.96-2.13(m, 3H), 2.18-2.27(m, 2H), 3.30(m, 1H), 3.63(d, 1H, J = 9.2Hz), 4.51(d, 
20 2H, J = 5.8Hz), 5.82(brs, 1H), 7.40(d, 2H, J = 8.5Hz), 8.02(d, 2H, J = 8.5Hz), 
8.64(s, 1H). 
1-19 1 
mp : 126-128 

!H-NMR (CDCI3) 8 ppm:0.97(t, 3H, J = 7.4 Hz), 1.10-1.28(m, 2H), 1.36(s, 9H), 
25 1.42-1.86(m, 9H), 2.06-2. 18(m, 2H), 3.22(m, 1H), 3.95(t, 2H, J = 4.5Hz), 
4.16(brs, 1H), 4.85(s, 2H), 6.82-6.95(m, 3H), 7.26(t, 1H, J = 7.8Hz), 8.54(brs, 
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Hf^ — — 

1-19 2 
mp : 178-181 t 

!H-NMR (CD CI 3) 8 ppm:0.96(t, 3H, J = 7.3 Hz), l.l8-1.52(m, 4H), 1.39(s, 9H), 
5 1.58-1.76(m, 4H), 1.92-2.00(m, 2H), 2.02-2.29(m, 3H), 3.28(m, 1H), 3.78(d, 1H, 
J = 9.5Hz), 3.89(t, 2H, J = 6.6Hz), 6.00(brs, 1H), 6.78(s, 4H), 7.35(brs, 1H). 
1-19 3 
mp : 187-188 t 

*H-NMR (CDCI3+CD3OD) 8 ppm:1.21-1.40(m, 2H), 1.38(s, 9H), 1.52-1.69(m, 
10 2H), 1.90-2.00(m, 2H), 2.02-2. 20(m, 3H), 3.22(m, 1H), 3.75(8, 3H), 6.79(s, 4H). 
1-19 4 
mp : 251-253 °C 

iH-NMR (DMSO-de) 8 ppm:1.27(s, 9H), 1.24-1. 50(m, 4H), 1.72-1.83(m, 2H), 
1.91-1.99(m, 2H), 2.l6(m, 1H), 3.02(m, 1H), 3.82(s, 3H), 6.79(d, 1H, J = 8.2Hz), 
15 7.01(d, 2H, J = 8.8Hz), 7.85(d, 2H, J = 8.8Hz), 9.72(brs, 1H), 8.64(brs, 1H). 
1-19 5 
mp : 183-185 °C 

iH-NMR (CDCI3) 5 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.58-1.75(m, 2H), 
2.05-2.10(m, 2H), 2.20-2.30(m, 3H), 3.32(m, 1H), 3.70(s, 2H), 3.73(s, 3H), 6.79(s, 
20 1H), 8.83(brs, 1H). 
1-19 6 
mp : 185-187 t 

!H-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.44 (t, 6H, J = 7.0 
Hz), 1.60-1.80 (m, 2H), 1.95-2.35 (m, 5H), 3.30 (m, 1H), 3.62 (d, 1H, J = 8.9 Hz), 
25 4.06 (q, 2H, J = 7.0 Hz), 4.09 (q, 2H, J = 7.0 Hz), 6.08 (s, 1H), 7.02 (s, 1H), 7.36 
(s, 1H). 
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1-19 7 
mp : 211-213 °C 

!H-NMR (CDC1 3 ) 6 ppmrl. 20-1.40 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
2.00-2.36 (m, 5H), 2.61 (s, 3H), 3.32 (m, 1H), 3.64 (d, 1H, J = 9.2 Hz), 7.28 (s, 
5 1H), 7.43 (t, 1H, J = 7.5 Hz), 7.69 (d, 1H, J = 7.5 Hz), 7.85 (d, 1H, J = 7.5 Hz), 
8.02 (s, 1H). 
1-19 8 
mp : 268-269 t 

^H-NMR (CDCI3) 6 ppm:l. 20-1.39 (m, 2H), 1.40 (s, 9H), 1.42-2.32 (m, 7H), 
10 2.90-3.10 (m, 4H), 3.30 (m, 1H), 3.68 (d, 1H, J = 8.8 Hz), 6.59 (s, 1H), 7.18 (d, 1H, 
J = 8.7 Hz), 7.59 (d, 1H, J = 8.7 Hz), 7.77 (brs, 1H). 
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4-214 mp: 206-207 °C 

iH-NMR (CDC1 3 ) 6 ppm: 0.93(t, 3H, J = 7.4 Hz), 1.30-1. 42(m, 2H), 1.49(d, 6H, 
J = 6.9 Hz), 1.53-1.65(m, 2H), 2.61(t, 2H, J = 7.7 Hz), 4.15(sept, 1H, J = 6.9 Hz), 
7.04(d, 1H, J = 8.2 Hz), 7.20(d, 2H, J = 8.2 Hz), 7.51(d, 2H, J = 8.2 Hz), 7.89(d, 
5 1H, J = 8.8 Hz), 8.18(6, 1H), 10.55(s, 1H). 
1-215 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.30-1.41(m, 2H), 1.52- 
1.63(m, 2H), 1.95(s, 6H), 2.61(t, 2H, J = 7.8Hz), 6.99(brs, 1H), 7.20(d, 2H, J = 
8.5Hz), 7.65(d, 2H, J = 8.5Hz), 7.93(dd, 1H, J = 8.5, 2.5Hz), 8.28(d, 1H, J = 
10 8.5Hz), 8.55(d, 1H, J = 2.5Hz), 9.76(brs, 1H). 
I a — 1 

mp 221-224 °C 

J H-NMR (CDCI3) 6 ppm: 1.19-1.38 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.18 (t, 4H, J = 4.8 Hz), 3.21-3.38 (m, 1H), 3.85 (t, 4H, J = 4.8 
15 Hz), 6.64-6.32 (m, 2H), 7.11 (s, 1H), 7.20 (t, 1H, J = 7.8 Hz), 7.45 (s, 1H). 
I a - 3 
mp 87-90 °C 

!H-NMR (CDCI3) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.37 (d, 6H, J = 6.9 Hz), 
1.59-1.70 (m, 2H), 1.76-1.88 (m, 2H), 2.32-2.42 (m, 4H), 3.11-3.23 (m, 3H), 3.39 
20 (d, 2H, J = 10.8 Hz), 3.74-3.86 (m, 2H), 4.34 (t, 1H, J = 9.0 Hz), 6.86 (d, 2H, J = 
9.0 Hz), 7.30 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
I a - 4 
mp 233-234 °C 

JH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.26-1.37 (m, 
25 2H), 1.62-1.78 (m, 2H), 2.00-2.22 (m, 5H), 2.42 (t, 2H, J = 11.7 Hz), 3.20-3.40 (m, 
1H), 3.46 (d, 2H, J = 10.5 Hz), 3.67 (d, 1H, J = 9.3 Hz), 3.72-3.84 (m, 2H), 
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6:62^6.76- 011, 211), 7.10 ( s, 1H), 7.18 (t, 1H, J = 7.8 Hz), 7.42 (s, 1H). 
I a - 5 
mp 125-126 °C 

1H-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.59-1.70 (m, 
5 2H),-1V77-1.84 (m, -2H), 2.30-2.46 (m, 4H), 3.24 (q, 2H, J = 6.6 Hz), 3.38 (d, 2H, 
J = 11.7 Hz), 3.74-3.88 (m, 2H), 4.08 (t, 1H, J = 5.7 Hz), 6.87 (d, 2H, J = 8.7 Hz), 
7.30 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz). 
I a - 6 
mp 229-230 °C 

10 1 H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.26-1.34 (m, 2H), 1.39 (d, 
6H, J = 6.9 Hz), 1.61-1.77 (m, 2H), 1.98-1.26 (m, 5H), 2.32-2.46 (m, 2H), 3.15 
(quintet, 1H, J = 6.6 Hz), 3.22-3.35 (m, 1H), 3.39 (d, 2H, J = 11.4 Hz), 3.74-3.92 
(m, 2H), 3.88 (d, 1H, J = 8.4 Hz), 6.96-6.71 (m, 2H), 7.05 (brs, 1H), 7.39 (d, 2H, 
J = 9.3 Hz). 

15 I a — 7 

mp 253-254 »C 

!H-NMR (DMSO) 5 ppm: 1.24-1.60 (m, 4H), 1.27 (s, 9H), 1.77-2.07 (m, 4H), 
2.16-2.34 (m, 1H), 2.97-3.15 (m, 1H), 6.78 (d, 1H, J = 7.2 Hz), 7.01 (t, 1H, J = 6.0 
Hz), 7.27 (t, 2H, J = 6.6 Hz), 7.58 (d, 2H, J = 7.5 Hz), 9.78 (s, 1H). 
20 I a - 8 

mp 257-258 °C 

JH-NMR (DMSO) 8 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.88 (m, 2H), 
1.88-2.00 (m, 2H), 2.16-2.34 (m, 1H), 2.23 (s, 3H), 2.92-3.14 (m, 1H), 6.77 (d, 1H, 
J = 8.4 Hz), 7.07 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.1 Hz), 9.68 (s, 1H). 
25 I a - 9 

mp 231-232 °C 
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1H-NMR (CDCI3) 5 ppm: 1.21 (t, 3H ( J = 7.5 Hz), 1.22-1.38 (m, 2H), 1.40 (s, 
9H), 1.62-1.78 (m, 2H), 1.98-2.31 (m, 5H), 2.61 (q, 2H, J = 7.5 Hz), 3.24-3.38 (m, 
1H), 3.70 (d, 1H, J = 9.9 Hz), 7.11 (s, 1H), 7.14 (d, 2H, J = 8.7 H2), 7.40 (d, 2H, 
J = 8.7 Hz). 
6 I a - 1 0 

mp 233-234 °C 

!H-NMR (CDCI3) 8 ppm: 0.96 (t, 3H, J = 7.2 Hz), 1.20-1.37 (m, 2H), 1.40 <s, 
9H), 1.56-1.78 (m, 4H), 1.98-2.32 (m, 5H), 2.54 (t, 2H, J = 7.2 Hz), 3.23-3.39 (m, 
1H), 3.66 (d, 1H, J = 9.6 Hz), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, 
10 J = 8.4 Hz). 
I a - 1 1 
mp 243-244 »C 

J H-NMR (CDC13) 6 ppm: 1.22 (d, 6H, J = 6.9), 1.22-1.77 (m, 4H), 1.40 (s, 9H), 
2.01-2.30 (m, 5H), 2.83-2.92 (m, 1H), 3.24-3.40 (m, 1H), 3.66-3.69 (m, 1H), 7.09 
15 (s, 1H), 7.17 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.1 Hz). 
I a - 1 2 
mp 246-247 °C 

!H-NMR (CDC13) 6 ppm: 0.80 (t, 3H, J = 7.5), 1.20 (d, 3H, J = 7.2), 1.26-1.77 
(m, 6H), 1.40 (s, 9H), 2.01-2.27 (m, 5H), 2.51-2.60 (m, 1H), 3.20-3.38 (m, 1H), 
20 3.64-3.69 (m, 1H), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.4 Hz). 
I a - 1 3 
mp 278-279 «C 

1H-NMR (CDC13) 6 ppm: 1.22-1.52 (m, 4H), 1.29 (s, 9H), 1.40 (s, 9H), 1.61- 
1.77 (m, 2H), 2.02-2.30 (m, 5H), 3.20-3.38 (m, 1H), 3.66-3.69 (m, 1H), 7.10 (s, 
25 1H), 7.33 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
I a - 1 4 
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mp 2 0 3-204 °C 

1H-NMR (DMSO) 6 ppm: 1.24-1.51 (m, 4H), 1.27 (s, 9H), 1.82-1.99 (m, 4H), 
2.19-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (d, 2H, J = 8.7 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 9.94 (s, 1H). 
5 I a - 1 5 

mp 209-210 °C 

*H-NMR (CD CI 3) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.70-1.98 (m, 
8H), 2.19-2.38 (m, 3H), 3.39 (d, 2H, J = 11.7 Hz), 3.58-3.92 (m, 3H), 4.12-4.26 (m, 
1H), 6.82-6.96 (m, 2H), 7.10 (br, 1H), 7.41 (d, 2H, J = 8.1 Hz). 
10 I a - 1 6 

mp 238-240 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.81-1.84 (m, 2H), 

1.93- 1.97 (m, 2H), 2.16-2.23 (m, 1H), 2.95-3.12 (m, 1H), 3.70 (s, 3H), 6.77 (d, 1H, 
J = 8.4 Hz), 6.85 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.3 Hz), 9.64 (s, 1H). 

15 I a - 1 7 

mp 245-246 °C 

*H-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.83-1.87 (m, 2H), 

1.94- 1.99 (m, 2H), 2.20-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 
7.28 (d, 2H, J = 8.7 Hz), 7.69 (d, 2H, J = 9.0 Hz), 9.64 (s, 1H). 

20 I a - 1 8 

mp 240-241 °C 

J H-NMR (CD CI 3) 5 ppm: 1.22-1.78 (m, 4H), 1.40 (s, 9H), 2.05-2.33 (m, 5H), 
3.22-3.44 (m, 1H), 3.64-3.67 (m, 1H), 6.61 (s, 1H), 6.69-6.77 (m, 2H). 
I a - 1 9 
25 mp 240-241 °C 

*H-NMR (CDC13) 5 ppm: 1.24-1.77 (m, 4H), 1.40 (s, 9H), 2.05-2.30 (m, 5H), 
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3.22-3.38 (m, 1H), 3.70-3.74 (m, 1H), 7.00-7.15 (m, 3H), 7.36 (s, 1H), 8.29-8.34 
(m, 1H). 
I a - 2 0 
mp 239-240 °C 

5 !H-NMR (CDC13) 5 ppm: 1.24-1.78 (m, 4H), 1.40 (s, 9H), 2.02-2.30 (m, 5H), 
3.22-3.40 (m, 1H), 3.63-3.66 (m, 1H), 6.89-6.84 (m, 1H), 7.10-7.17 (m, 2H), 
7.22-7.34 (m, 1H), 7.48-7.51 (m, 1H). 
I a - 2 1 
mp 259-260 »C 

10 *H-NMR (CDCI3/DMSO) 6 ppm: 1,21 (d, 6H, J = 6.0 Hz), 1.22-1.44 (m, 2H), 
1.40 <s, 9H), 1.60-1.78 (m, 2H), 1.87-2.03 (m, 2H), 2.08-2.29 (m, 3H), 2.39 (t, 2H, 
J = 10.2 Hz), 3.14-3.32 (m, 1H), 3.19 (d, 2H, J = 11.4 Hz), 3.77-3.93 (m, 2H), 5.33 
(d, 1H, J = 9.0 Hz), 6.84 (dd, 1H, Jfh. hh = 8.1, 8.1 Hz), 7.20 (d, 1H, J = 7.8 Hz), 
7.49 (d, 1H, Jfh = 14.7 Hz), 8.86 (s, 1H). 

15 I a - 2 2 

mp 234-235 »C 

1 H-NMR (CDCI3) 5 ppm: 1,20 (d, 6H, J = 5.7 Hz), 1.22-1.44 (m, 2H), 1.38 (s, 
9H), 1.54-1.76 (m, 2H), 1.94-2.32 (m, 5H), 2.27 (s, 3H), 2.39 (t, 2H, J = 10.8 Hz), 
2.87 (d, 2H, J = 11.4 Hz), 3.20-3.40 (m, 1H), 3.76-3.92 (m, 2H), 3.91 (d, 1H, J = 
20 9.3 Hz), 6.93 (d, 1H, J = 8.1 Hz), 7.21 (brs, 1H), 7.27 (brs, 1H), 7.36 (brs, 1H). 
I a - 2 3 
mp 195-196 «C 

!H-NMR (CDCI3) 6 ppm: 1.20-1.44 (m, 4H), 1.41 (s, 9H), 1.59-1.76 (m, 2H), 
2.03-2.14 (m, 2H), 2.15-2.33 (m, 3H), 3.20-3.40 (m, 1H), 3.64 (s, 1H, J = 9.0 Hz), 
25 7.19-7.24 (m, 1H), 7.44 (brs, 1H), 7.52-7.63 (m, 2H), 8.17 (d, 1H, J = 8.7 Hz). 
I a - 2 4 
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*H-NMR (CDCI3) 6 ppm: 1.22-1.39 (m, 2H), 1.56 (s, 9H), 1.61-1.78 (m, 2H), 
2.00-2.12 (m, 2H), 2.17-2.33 (m, 3H), 3.24-3.39 (m, 1H), 3.67 (d, 1H, J = 9.6 Hz), 
6.90-7.01 (m, 1H), 7.21 (s, 1H), 7.95-8.06 (m, 1H). 
5 I a - 2 5 

mp 278-281 °C 

!H-NMR (DMSO-de) 6 ppm: 1.10 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.55 (m, 
4H), 1.78-2.00 (m, 4H), 2.11-2.26 (m, 1H), 2.31 (t, 2H, J = 11.1 Hz), 3.00-3.10 (m, 
1H), 3.08 (d, 1H, J = 10.8 Hz), 3.67-3.80 (m, 2H), 6.78 (d, 1H, J = 8.7 Hz), 7.08 
10 (d, 1H, J = 9.0 Hz), 7.41 (dd, 1H, J = 2.4, 8.7 Hz), 7.78 (d, 1H, J = 8.7 Hz), 9.85 
(s, 1H). 
I a - 2 6 
mp 253-255 °C 

*H-NMR (DMSO-de) 8 ppm: 1.13 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.52 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.21 (t, 2H, J = 11.1 Hz), 2.26-2.36 (m, 1H), 2.96-3.10 (m, 
1H), 3.56 (d, 1H, J = 12.3 Hz), 3.60-3.72 (m, 2H), 6.66-6.84 (m, 4H), 7.47 (t, 1H, 
J = 9.3 Hz), 9.28 (s, 1H). 
I a - 2 7 
mp 223-226 °C 

20 *H-NMR (DMSO-de) 8 ppm: 1.09 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.54 (m, 
4H), 1.77-2.01 (m, 4H), 2.32 (t, 2H, J= 11.1 Hz), 2.32-2.42 (m, 1H), 2.90 (d, 1H, 
J = 11.4 Hz), 2.96-3.12 (m, 1H), 3.76-3.92 (m, 2H), 6.78-6.98 (m, 3H), 7.68 (dd, 
1H, J = 3.3, 8.7 Hz), 8.84 (s, 1H). 
I a - 2 8 

25 mp 237-238 °C 

*H-NMR (CDCI3) 6 ppm: 1.22-1.44 (m, 2H), 1,25 (d, 6H, J = 6.3 Hz), 1.40 (s, 



211 



WO 01/37826 



PCT/JP00/08197 



9H)r-3r.6-K1.79 (m, 2H), 2.05-2.32 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J = 10.2 Hz), 

3.22-3.42 (m, 1H), 3.40 (d, 2H, J = 11.1 Hz), 3.65 (d, 1H, J = 9.3 Hz), 3.72-3.90 
(m, 2H), 6.70-6.78 (m, 2H), 6.81 (brs, 1H), 7.50 (d, 1H, J = 9.6 Hz). 
I a - 2 9 
5 mp 208-209 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.22 (d, 6H, J = 6.0 Hz), 1.23-1.40 (m, 2H), 1.40 (s, 
9H), 1.60-1.78 (m, 2H), 2.00-2.16 (m, 2H), 2.14-2.33 (m, 3H), 2.45 (t, 2H, J = 
11.1 Hz), 3.21 (d, 2H, J = 10.8 Hz), 3.24-3.38 (m, 1H), 3.63 (d, 1H, J = 9.3 Hz), 
3.80-3.94 (m, 2H), 5.33 (d, 1H, J = 9.0 Hz), 6.66 (dd, 1H, Jfh, hh = 6.6, 6.6 Hz), 
10 7.16 (brs, 1H), 7.89 (dd, 1H, Jfh. hh = 9.0, 9.0 Hz). 
I a - 3 0 
mp 284-287 °C 

JH-NMR (DMSO-de) 6 ppm: 1.08 (d, 6H, J = 6.0 Hz), 1.26 (s, 9H), 1.28-1.53 (m, 
4H), 1.82-2.22 (m, 4H), 2.25-2.39 (m, 1H), 2.78 (t, 2H, J = 10.5 Hz), 2.97-3.14 (m, 
15 1H), 3.18 (d, 2H, J = 11.4 Hz), 3.65-3.76 (m, 2H), 6.79 (d, 1H, J = 8.7 Hz), 9.75 
(s, 1H). 
I a - 3 1 
mp 200-201 °C 

!H-NMR (CDC13) 5 ppm: 1.22-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.04-2.32 (m, 5H), 3.22-3.40 (m, 1H), 3.62-3.66 (m, 1H), 7.22-7.24 (m, 1H), 
7.38-7.38 (m, 1H), 7.60 (s, 1H), 8.33-8.36 (m, 1H). 
I a - 3 2 
mp 260-261 °C 

1 H-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.38 (s, 9H), 1.64 (q, 2H, 
25 J = 13.5 Hz), 1.95 (d, 2H, J = 12.3 Hz), 2.16 (d, 2H, J = 10.5 Hz), 2.18-2.32 (m, 
1H), 3.14-3.30 (m, 1H), 5.53 (d, 1H, J = 9.0 Hz), 7.31 (d, 1H, J = 8.7 Hz), 7.46 (dd, 
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1H, J = 2.4, 8.7 Hz), 7.90 (d, 1H, J = 2.1 Hz), 9.35 (s, 1H). 
I a - 3 3 
mp 227 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.30-1.56 (m, 4H), 1.78-2.01 (m, 2H), 
5 2.12-2.36 (m, 2H), 2.96-3.13 (m, 1H), 3.70 (s, 3H), 3.71 (s, 3H), 6.77 (d, 1H, J = 
8.7 Hz), 6.85 (d, 1H, J = 8.7 Hz), 7.06 (dd, 1H, J = 2.4, 8.7 Hz), 7.33 (d, 1H, J = 
2.4 Hz), 9.65 (s, 1H). 
I a - 3 5 
mp 214-216 °C 

10 iH-NMR (CDC1 3 ) 8 ppm: 1.23-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.00-2.12 (m, 2H), 2.20-2.32 (m, 3H), 3.24-3.39 (m, 1H), 3.68 (d, 1H, J = 9.0 Hz), 
6.77 (d, 1H, J = 8.7 Hz), 7.00 (dd, 1H, J = 2.4, 8.7 Hz), 7.77 (s, 1H), 8.45 (d, 1H, 
J = 2.4 Hz). 
I a - 3 6 

15 m.p. 241-242 °C 

!H-NMR (CDCI3/DMSO) 8 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 11.7 Hz), 1.93 (d, 2H, J = 12.0 Hz), 2.12 (d, 2H, J = 10.8 Hz), 2.16-2.30 (m, 
1H), 3.12-3.28 (m, 1H), 3.84 (s, 3H), 6.07 (d, 1H, J = 8.4 Hz), 6.89 (dd, 1H, Jfh, 
hh = 9.3, 9.3 Hz), 7.24 (d, 1H, J = 8.7 Hz), 7.55 (d, 1H, Jfh = 13.5 Hz), 9.32 (s, 

20 1H). 

I a - 3 7 
mp 248-249 °C 

1 H-NMR (CDC13) 8 ppm: 0.60-0.73 (m, 1H), 0.91 (d, 6H, J = 6.6), 1.12-1.40 (m, 
2H), 1.40 (s, 9H), 1.54-1.88 (m, 5H), 1.98-2.29 (m, 7H), 3.22-3.37 (m, 1H), 
25 3.51-3.54 (m, 2H), 3.72 (d, 1H, J = 9.6), 6.88 (d, 1H, J = 8.7), 7.06 (s, 1H), 7.35 (d, 
1H, J = 9.0). 
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f-a 3-8 

mp 237-238 «>C 

1H-NMR (CDC13) 6 ppm: 1.01 (d, 6H, J = 6.6), 1.20-1.40 (m, 2H), 1.40 (s, 9H), 
1.60-1.74 (m, 4H), 1.99-2.28 (m, 7H), 2.69-2.82 (m, 2H), 3.02-3.14 (m, 2H), 
5 -3.20-3.38 (m, 1H), 3.80-3.90 (m, 1H), 6.83-6.86 (m, 2H), 7.14 (s, 1H), 7.34 (d, 1H, 
_.. J = 8.4). 
I a - 3 9 
mp 234-235 °C 

!H-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.77 (m, 2H), 
10 1.90-2.32 (m, 5H), 3.21-3.39 (m, 1H), 3.65 (d, 1H, J = 9.6 Hz), 6.87 (d, 1H, J = 8.7 
Hz), 7.04 (s, 1H), 7.37 (dd, 1H, J= 2.7, 8.7 Hz), 7.56 (d, 1H, J = 2.7 Hz). 
I a - 4 0 
mp 257-258 °C 

iH-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.53 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.13-2.256 (m, 1H), 2.30 (t, 2H, J = 11.7 Hz), 2.97-3.12 
(m, 1H), 3.53-3.67 (m, 2H), 4.01 (d, 1H, J = 12.3 Hz), 6.80 (dd, 1H, J = 3.0, 9.0 
Hz), 7.79 (d, 1H, J = 9.0 Hz), 8.27 <s, 1H), 9.66 (s, 1H). 
I a - 4 1 
mp 245-246 «C 

20 iH-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 12.6 Hz), 1.94 (d, 2H, J = 11.1 Hz), 2.13 (d, 2H, J = 11.1 Hz), 2.18-2.35 (m, 
1H), 3.11-3.29 (m, 1H), 6.07 (d, 1H, J = 8.1 Hz), 6.95-7.06 (m, 1H), 7.14-7.27 (m, 
1H), 7.44 (d, 1H, J = 7.2 Hz), 7.79 (s, 1H), 9.48 (s, 1H). 
I a - 4 3 

25 mp 294-295 °C 

iH-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.28-1.53 (m, 4H), 1.76-1.87 (m, 2H), 
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1.89-2.00 (m, 2H), 2.13-2.25 (m, 1H), 2.96-3.10 (m, 5H), 3.52-3.60 (m, 4H), 6.78 
(d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.44 (d, 2H, J = 9.0 Hz), 9.59 (s, 1H). 
I a - 4 4 
mp 250-252 °C 

5 iH-NMR (CDC1 3 ) 8 *pm:1.13 (d, 6H, J = 6.3 Hz), 1.21-1.38 (m, 2H), 1.41 (s, 
9H), 1.63-1.80 (m, 2H), 1.93 (t, 2H, J = 10.8 Hz), 2.00-2.10 (m, 2H), 2.16-2.32 (m, 
3H), 3.24-3.39 (m, 1H), 3.54 (d, 2H, J = 10.2 Hz), 3.64-3.78 (m, 3H), 7.47 (s, 1H), 
7.69 (d, 2H, J = 9.0 Hz), 7.73 (d, 2H, J = 9.0 Hz). 
I a - 4 5 
10 mp 193 °C 

!H-NMR (DMSO-de) 6 ppm: 1.10 (t, 6H, J = 7.2 Hz), 1.26 (s, 9H), 1.28-1.52 (m, 
4H), 1.75-1.86 (m, 2H), 1.89-2.01 (m, 2H), 2.10-2.22 (m, 1H), 2.96-3.10 (m, 1H), 
3.30-3.52 (m, 12H), 6.60 (d, 2H, J = 9.0 Hz), 6.80 (d, 1H, J = 9.0 Hz), 7.33 (d, 2H, 
J = 9.0 Hz), 9.46 (s, 1H). 
15 I a - 4 6 
mp >300 °C 

*H-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.28-1.58 (m, 4H), 1.83-2.04 (m, 4H), 
2.23-2.36 (m, 1H), 2.46 (s, 3H), 3.00-3.14 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.34 
(d, 1H, J = 8.7 Hz), 7.78 (d, 2H, J = 8.7 Hz), 7.89 (d, 1H, J = 8.4 Hz), 7.91 (s, 1H), 
20 8.00 (d, 2H, J = 8.7 Hz), 10.13 (s, 1H). 
I a - 4 7 
mp 236-237 °C 

1H-NMR (CDC1 3 ) 8 ppm: 0.97 (d, 6H, J = 6.6 Hz), 1.01 (d, 6H, J = 6.6 Hz), 

I. 20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.84 (m, 3H), 1.97-2.31 (m, 5H), 2.50 (t, 1H, 
25 J = 10.8 Hz), 2.78 (dt, 1H, J = 3.3, 11.4 Hz), 3.25-3.38 (m, 1H), 3.45 (d, 1H, J = 

II. 4 Hz), 3.75 (dt, 1H, J = 2.4, 11.4 Hz), 4.02 (dt, 1H, J = 2.4, 11.4 Hz), 6.88 (d, 
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2H, J = 9.0 Hz), 7.05 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 
I a — 4 8 
mp 228-229 °C 

1H-NMR (CDC1 3 ) 6 ppm: 0.88 (t, 6H, J = 7.2 Hz), 1.19-1.45 (m, 4H), 1.40 (s, 
5 9H), 1.45-1.76 (m, 4H), 1.76-1.92 (m, 1H), 1.96-2.30 (m, 5H), 2.66-3.20 (m, 3H), 
3.20-3.40 (m, 1H), 3.78 (d, 1H, J = 9.3 Hz), 3.82 (s, 1H), 6.62-6.98 (m, 2H), 7.09 
(brs, 1H), 7.37 (d, 2H, J = 7.8 Hz). 
I a - 4 9 
mp 262-263 »C 

10 iH-NMR (CDCI3/DMSO) 6 ppm: 1.21 (d, 6H, J = 5.7 Hz), 1.26-1.34 (m, 2H), 
1.37 (d, 6H, J = 5.4 Hz), 1.52-1.76 (m, 2H), 1.85-2.03 (m, 2H), 2.03-2.30 (m, 3H), 
2.30-2.53 (m, 2H), 3.02-3.33 (m, 4H), 3.75-3.98 (m, 2H), 5.70 (brs, 1H), 6.73-6.98 
(m, 1H), 7.14-7.25 (m, 1H), 7.52 (d, 1H, Jfh = 13.5 Hz), 8.86 (brs, 1H). 
1 a - 5 0 

15 mp 232-233 °C 

iH-NMR (CDCI3) 6 ppm: 1.21 (d, 6H, J = 6.3 Hz), 1.22-1.37 (m, 2H), 1.38 (d, 
6H, J = 6.9 Hz), 1.68 (q, 2H, J = 12.6 Hz), 1.98-2.26 (m, 5H), 2.29 (s, 3H). 2.41 (t, 
2H, J = 10.2 Hz), 2.88 (d, 2H, J = 11.1 Hz), 3.15 (septet, 1H, J = 6.6 Hz), 3.21- 
3.37 (m, 1H), 3.77-3.92 (m, 2H), 3.87 (d, 1H, J = 7.8 Hz), 6.88-7.06 (m, 3H), 7.35 
20 (s, 1H). 

I a - 5 1 
mp 211-212 °C 

1H-NMR (CDCI3) 8 ppm: 1.20-1.42 (m, 2H), 1.26 (d, 6H, J = 6.3 Hz), 1.38 (d, 
6H, J = 6.9 Hz), 1.62-1.78 (m, 2H), 1.99-2.28 (m, 5H), 2.49 (dd, 2H, J = 10.5, 10.5 
25 Hz), 3.17 (quint, 1H, J = 6.9 Hz), 3.20-3.38 (m, 1H), 3.66-3.99 (m, 2H), 3.90-4.01 
(m, 3H), 6.62 (d, 1H, J = 9.0 Hz), 7.06 (s, 1H), 7.90 (dd, 1H, J = 2.4, 9.0 Hz), 8.09 
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(d, II I, J = 2. 4-Hzfr ■ 

1 a - 5 2 
mp 247-249 °C 

!H-NMR (CDC1 3 ) 8 ppm: 1.21-1.36 (m, 2H), 1.40 (s, 9H) 1.62-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 2.55 (t, 4H, J = 6.0 Hz), 3.23-3.38 (m, 1H), 3.55 (t, 4H, J = 6.0 
Hz), 3.72 (d, 1H, J = 9.6 Hz), 6.94 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.42 (d, 1H, 
J = 9.0 Hz). 
I a - 5 3 
mp 234-235 °C 

10 J H-NMR (CDCI3) 8 ppm: 1.22-1.38 (m, 2H), 1.41 (s, 9H) 1.64-1.80 (m, 2H), 
2.00-2.32 (m, 5H), 3.25-3.40 (m, 1H), 3.73 (d, 1H, J = 9.3 Hz), 7.43 (s, 1H), 7.48 
(t, 2H, J = 7.5 Hz), 7.55-7.66 (m, 3H), 7.68-7.89 (m, 4H). 
1 a - 5 4 
mp 235-236 »C 

15 iH-NMR (CDCI3) '8 ppm: 1.24-1.39 (m, 2H), 1.25 (d, 6H, J = 6.3 Hz), 1.39 (d, 
6H, J = 6.9 Hz), 1.60-1.80 (m, 2H), 2.00-2.28 <m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J 
= 10.8 Hz), 3.15 (septet, 1H, J = 6.3 Hz), 3.23-3.38 (m, 1H), 3.40 (d. 2H, J = 11.7 
Hz), 3.72-3.88 (m, 2H), 3.87 (d, 1H, J = 9.3 Hz), 6.78-6.86 (m, 3H), 7.50 (d, 1H, 
J= 9.6 Hz). 

20 I a - 5 5 

mp 185-186 °C 

iH-NMR (CDCI3) 5 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22-1.38 (m, 2H), 1.41 (s, 
9H), 1.62-1.78 (m, 2H), 2.02 (t, 2H, J = 10.5 Hz), 2.02-2.10 (m, 2H), 2.16-2.31 (m, 
3H), 3.24-3.39 (m, 1H), 3.56 (d, 2H, J = 9.3 Hz), 3.63-3.80 (m, 3H), 7.46 (dd, 1H, 
25 J = 1.5, 8.1 Hz), 7.51 (t, 1H, J = 8.1 Hz), 7.63 (s, 1H), 7.81 (t, 1H, J = 1.8 Hz), 
7.98 (dt, 1H, J = 1.8, 8.1 Hz). 
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Ha — -5-6 

mp 229-230 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.38 (s, 6H), 1.78- 
1.84 (m, 2H), 1.90-2.00 (m, 2H), 2.15-2.30 (m, 1H), 2.97-3.13 (m, 1H), 4.90 (s, 
5 1H), 6.79 (d, 1H, J = 9.0 Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.48 (d, 2H, J = 8.4 Hz), 
9,72 (s, 1H). 
I a - 5 7 
mp 211-212 °C 

!H-NMR (CDCI3/DMSO) 8 ppm: 1.24-1.40 (m, 2H), 1.38 (s, 9H), 1.57-1.74 (m, 
10 2H), 1.91 (8, 3H), 1.92-2.01 (m, 2H), 2.12-2.24 (m, 2H), 2.51 (brs, 1H), 3.18-3.33 
(m, 1H), 4.96 (d, 1H, J = 9.3 Hz), 7.16-7.53 (m, 9H), 7.41 (s, 1H). 
I a - 5 8 
mp 298-299 °C 

!H-NMR (DMSO-ds) 8 ppm: 1.24 (s, 9H), 1.27 (b, 9H), 1.28-1.54 (m, 4H), 
15 1.75-2.02 (m, 4H), 2.14-2.28 (m, 1H), 2.97-3.11 (m, 1H), 6.78 (d, 1H, J = 8.4 Hz), 
7.18 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.46 (s, 1H), 9.76 (s, 1H). 
I a - 5 9 
mp 253-254 »C 

iH-NMR (CDCI3) 6 ppm: 1.22-1.40 (m, 2H), 1.41 (s, 9H), 1.65-1.81 (m, 2H), 
20 2.04-2.16 (m, 2H), 2.22-2.36 (m, 2H), 3.24-3.41 (m, 1H), 3.74 (d, 1H, J = 9.6 Hz), 
7.40-7.54 (m, 3H), 7.88-8.01 (m, 3H), 8.66 (d, 1H, J = 1.5 Hz), 9.57 (d, 1H, J = 1.2 
Hz). 

I a - 6 0 
mp 213-214 °C 

25 iH-NMR (DMSO) 5 ppm: 1.32-1.50 (m, 2H), 1.35 (s, 9H), 1.52-1.70 (m, 2H), 
1.88-2.00 (m, 2H), 2.04-2.16 (m, 2H), 2.22-2.38 (m, 1H), 2.65 (s, 3H), 2.99-3.15 
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(m, 1H), 6.46 (d, 1H, J = 9.3 Hz), 7.28 (d, 1H, J = 9.0 Hz), 7.81 (s, 1H), 8.20 (s, 
1H), 8.47 (s, 1H), 9.89 (s, 1H). 
I a - 6 1 
mp 274-275 °C 

5 1 H-NMR (DMSO) 6 ppm: 1.27 (s, 1H), 1.28-1.58 (m, 4H), 1.84-2.08 (m, 4H), 
2.22-2.40 (m, 1H), 2.99-3.15 (m, 1H), 3.01 (e, 3H), 6.81 (d, 1H, J = 8.1 Hz), 7.78 
(d, 2H, J = 7.8 Hz), 7.84 (d, 2H, J = 8.4 Hz), 8.18 (s, 1H), 10.43 (s, 1H). 
I a - 6 2 
mp 235-236 °C 

10 iH-NMR (CDC1 3 ) 6 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 3H), 1.66-1.80 (m, 2H), 
2.01-2.12 (m, 2H), 2.14-2.22 (m, 1H), 2.23-2.34 (m, 2H), 3.24-3.42 (m, 1H), 3.69 
(d, 1H, J = 9.5 Hz), 6.44 (d, 1H, J = 9.3 Hz), 7.27 (brs, 1H), 7.28 (d, 1H, J = 9.3 
Hz), 7.37 (dd, 1H, J = 2.4, 9.0 Hz), 7.68 (d, 1H, J = 9.6 Hz), 8.04 (d, 1H, J = 2.4 
Hz). 

15 I a - 6 3 

mp 277-279 °C 

!H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.77-2.02 (m, 4H), 
2.15-2.29 (m, 1H), 2.90 (s, 3H), 2.96-3.13 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.12 
(d, 2H, J = 9.0 Hz), 7.54 (d, 2H, J = 9.0 Hz). 9.50 (s, 1H), 9.81 (s, 1H). 
20 I a - 6 4 

mp 259-260 °C 

*H-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.26-1.50 (m, 4H), 1.74-1.99 (m, 4H), 
2.10-2.25 (m, 1H), 2.95-3.10 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 6.97 (d, 2H, J = 9.0 
Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.50-7.71 (m, 5H), 9.73 (s, 1H), 10.05 (s, 1H). 
25 I a - 6 5 

mp 292-293 °C 
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1H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.62-1.72 (m, 2H), 
1.77-1.87 (m, 2H), 1.91-2.10 (m, 4H), 2.13-2.25 (m, 1H), 2.98-3.12 <m, 1H), 
3.41-3.52 (m, 2H), 5.09 (s, 1H), 6.79 (d, 1H, J = 9.0 Hz), 6.91 (d, 2H, J = 9.0 Hz), 
7.37 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 9.56 (s, 
5 1H). 

I a - 6 6 
mp >300 °C 

!H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.58 (m, 4H), 1.85-2.02 (m, 4H), 
2.40-2.52 (m, 1H), 3.00-3.16 (m, 1H), 6.81 (d, 1H, J = 9.0 Hz), 7.50-7.58 (m, 3H), 
10 7.90-7.97 (m, 2H), 12.58 (s, 1H). 
I a - 6 7 
mp 199-200 °C 

1 H-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.28 (s, 9H), 1.31-1.48 (m, 
4H), 1.76-1.88 (m, 2H), 2.17 (t, 2H, J = 11.1 Hz), 2.82 (t, 2H, J = 11.7 Hz), 3.46 
15 (d, 2H, J = 11.4 Hz), 3.20-3.36 (m, 1H), 3.62-3.74 (m, 2H), 4.02 (d, 2H, J = 12.9 
Hz), 6.83 (d, 2H, J = 9.0 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.28 (d, 2H, J = 9.0 Hz), 
8.27 (s, 1H). 
I a - 6 8 
mp 237-239 «C 

20 *H-NMR (CDCI3/DMSO) 6 ppm: 1.40 (s, 9H), 1.49-1.65 (m, 2H), 1.99-2.10 (m, 
2H), 2.95 (t, 2H, J = 11.1 Hz), 3.36-3.52 (m, 1H), 4.17 (d, 1H, J = 12.9 Hz), 5.84 
(d, 1H, J = 8.7 Hz), 6.39 (d, 1H, J = 9.6 Hz), 7.21 (d, 1H, J = 9.3 Hz), 7.51 (dd, 1H, 
J = 2.4, 9.3 Hz), 7.72 (d, 1H, J = 9.9 Hz), 7.85 (d, 1H, J = 2.7 Hz), 8.04 (s, 1H). 
I a - 6 9 

25 mp 259-260 °C 

*H-NMR (DMSO) 6 ppm: 1.25-1.55 (m, 4H), 1.27 (s, 9H), 1.82-2.05 (m, 4H), 
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2.22 2.36 (m, lH )r-2-. 38 3.17 (m, 1H), d.16 (s, 3H), 6,80 (d ^-l H, J = 8 . 4 Hz), 

7.77-7.87 (m, 4H), 10.16 (s, 1H). 
I a - 7 0 
mp 259-260 <>C 

5 !H-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.36-1.56 (m, 2H), 1.80-1.92 (m, 2H), 
2.86-3.02 (m, 2H), 3.36-3.52 (m, 1H), 4.04-4.20 (m, 2H), 6.92 (d, 1H, J = 7.5 Hz), 
7.38-7.58 (m, 3H), 8.00-8.14 (m, 2H), 8.90 (s, 1H), 9.08 (s, 1H), 9.63 (s, 1H). 
I a - 7 1 
mp 228-229 °C 

10 JH-NMR (CDCI3/DMSO) 5 ppm: 1.27-1.42 (m, 2H), 1.38 (s, 9H), 1.57-1.75 (m, 
2H), 1.90-2.02 (m, 2H), 2.12-2.34 (m, 3H), 3.14-3.32 (m, 1H), 5.37 (d, 1H, J = 9.3 
Hz), 7.38-7.43 (m, 3H), 7.46 (d, 2H, J = 8.7 Hz), 7.51-7.60 (m, 2H), 7.68 (d, 2H, 
J = 9.0 Hz), 9.33 (s, 1H). 
I a - 7 5 

15 mp 169-170 °C 

!H-NMR (CD CI 3) 6 ppm: 0.58-0.72 (m, 1H), 0.80 (d, 3H, J = 6.6 Hz), 0.94 (d, 
3H, J = 6.0 Hz), 1.14-1.35 (m, 3H), 1.39 (s, 9H), 1.48-1.66 (m, 2H), 1.74-2.06 (m, 
5H), 2.06-2.44 (m, 6H), 3.18-3.35 (m, 1H), 3.64-3.74 (m, 1H), 4.46-4.60 (m, 1H), 
6.98-7.38 (m, 5H). 
20 I a - 7 6 

mp 236-237 «C 

^H-NMR (CDCI3/DMSO) 5 ppm: 1.27-1.42 (m, 2H), 1.38 (d, 6H, J = 6.6 Hz), 
1.60-1.78 (m, 2H), 1.94-2.06 (m, 2H), 2.12-2.30 (m, 3H), 3.06-3.34 (m, 2H), 5.10 
(brs, 1H), 6.41 (d, 1H, J = 9.9 Hz), 7.25 (d, 1H, J = 8.4 Hz), 7.48 (dd, 1H, J = 2.4, 
25 8.7 Hz), 7.68 (d, 1H, J = 9.9 Hz), 8.12 (d, 1H, J = 2.4 Hz), 8.88 (brs, 1H). 
I a - 7 7 
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mp 117-118 °C 

iH-NMR (CDCI3) 5 ppm: 1.38 (d, 6H, J = 6.9 Hz), 1.65 (quintet, 2H, J = 5.4 
Hz), 1.75-1.91 (m, 2H), 2.42 (t, 2H, J = 7.4 Hz), 3.10-3.24 (m, 3H), 4.77 (brs, 1H), 
6.41 (d, 1H, J = 9.6 Hz), 7.18-7.26 (m, 1H), 7.48 (dd, 1H, J = 1.8, 8.7 Hz), 7.67 (d, 
5 1H, J = 9.9 Hz), 8.01 (s, 1H), 8.23 (brs, 1H). 
I a - 7 8 
mp 138-139 °C 

*H-NMR (CDCI3) 6 ppm: 1.41 (s, 9H), 1.64 (quintet, 2H, J = 6.6 Hz), 1.84 
(quintet, 2H, J = 7.3 Hz), 2.42 (t, 2H, J = 7.5 Hz), 3.26 (q, 2H, J = 6.5 Hz), 4.59 
10 (brs, 1H), 6.41 (d, 1H, J = 9.3 Hz), 7.23 (d, 1H, J = 8.7 Hz), 7.49 (dd, 1H, J = 2.4, 
9.0 Hz), 7.67 (d, 1H, J = 9.9 Hz), 8.03 (d, 1H, J = 2.4 Hz), 8.28 (brs, 1H). 
I a - 7 9 
mp 289-290 °C 

iH-NMR (DMSO) 6 ppm: 1.24-1.63 (m, 4H), 1.28 (s, 9H), 1.84-2.08 (m, 4H), 
15 2.24-2.41 (m, 1H), 3.00-3.16 (m, 1H), 6.82 (d, 1H, J = 8.1 Hz), 7.36-7.60 (m, 5H), 
7.86-7.99 (m, 2H), 8.28 (s, 1H), 10.50 (s, 1H). 
1 a - 8 0 
mp 239-240 °C 

iH-NMR(DMSO) 6 ppm: 1.22 (d, 1H, J = 6.6 Hz), 1.23-1.40 (m, 2H), 1.40-1.59 
20 (m, 2H), 1.83-2.04 (m, 4H), 2.23-2.39 (m, 1H), 2.98-3.23 (m, 2H), 7.00 (d, 1H, J 
= 7.8 Hz), 7.36-7.59 (m, 5H), 7.85-7.97 (m, 2H), 8.29 (s, 1H), 10.50 (s, 1H). 
I a - 8 1 
mp 205-206 «C 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.40 (s, 9H), 1.66 (quintet, 2H, J = 7.0 Hz), 
25 1.85 (quintet, 2H, J = 7.2 Hz), 2.45 (t, 2H, J = 7.5 Hz), 3.24 (t, 2H, J = 6.5 Hz), 
5.17 (brs, 1H), 7.36-7.54 (m, 5H), 7.85 (d, 1H, J = 8.4 Hz), 8.07 (dd, 1H, J = 1.8, 

222 



WO 01/37826 



PCT/JPOO/08197 



8.1 Hz), 8.23 (d, 1H, J = 1.8 Hz), 9.61 (s, 1H). 
I a - 8 2 
mp 216-217 °C 

1H-NMR (DMSO-cU) 5 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22 (d, 6H, J = 6.9 Hz), 
5 1.22-1.53 (m, 4H), 1.76-1.98 (m, 2H), 2.21 (t, 2H, J = 10.8 Hz), 2.22-2.36 (m, 1H), 
2.96-3.20 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.60-3.74 (m, 1H), 6.66-6.85 (m, 2H), 
6.98 (d, 1H, J = 7.8 Hz), 7.47 (d, 1H, J = 8.7 Hz), 9.30 (s, 1H). 
1 a - 8 3 
mp 118-119 °C 

10 iH-NMR (DMSO-de) 8 ppm: 1.41 (d, 6H, J = 6.3 Hz), 1.26 (s, 9H), 1.40-1.67 (m, 
4H), 2.17-2.36 (m, 3H), 2.97-3.10 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.61-3.74 (m, 
1H), 6.67-6.92 (m, 3H), 7.48 (t, 1H, J = 9.0 Hz), 9.37 (s, 1H). 
I a - 8 4 
mp 265-267 °C 

15 iH-NMR (DMSO-de) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m, 4H), 
1.60-2.30 (m, 9H), 2.99-3.20 (m, 4H), 3.40-3.52 (m, 2H), 5.09 (s, 1H), 6.91 (d, 2H, 
J = 8.7 Hz), 6.98 (d, 1H, J = 7.5 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.7 
Hz), 7.51 (d, 2H, J = 8.7 Hz), 9.56 (s, 1H). 
I a - 8 5 

20 mp 185-186 °C 

iH-NMR (DMSO-de) 5 ppm: 1.26 (s, 9H), 1.42-1.72 (m, 6H), 1.96-2.10 (m, 2H), 
2.26 (t, 2H, J = 6.9 Hz), 2.96-3.12 (m, 4H), 3.41-3.52 (m. 2H), 5.09 (s, 1H), 6.88 
(d, 1H, J = 8.7 Hz), 6.92 (d, 2H, J = 9.0 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.43 (d, 2H, 
J = 9.0 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.63 (s, 1H). 

25 I a - 8 6 

mp 162-164 °C 
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1H-NMR (DMSO-de) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.41-1.73 (m, 6H), 
1.96-2.10 (m, 2H), 2.26 (t, 2H, J = 7.2 Hz), 2.91-3.20 (m, 5H), 3.42-3.52 (m, 2H), 
5.09 (s, 1H), 6.92 (d, 2H, J = 9.3 Hz), 6.99 (t, 1H, J = 6.0 Hz), 7.37 (d, 2H, J = 8.7 
Hz), 7.43 (d, 2H, J = 9.3 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.64 (s, 1H). 
5 I a - 8 7 

mp 245-247 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.22-1.58 (m, 4H), 
1.81-2.02 (m, 4H), 2.22-2.36 (m, 1H), 3.00-3.20 (m, 2H), 3.01 (s, 3H), 6.99 (d, 1H, 
J = 8.4 Hz), 7.75-7.88 (m, 2H), 8.19 (d, 1H, J = 1.2 Hz), 10.43 (s, 1H). 
10 I a - 8 8 

mp 208-209 °C 

iH-NMR (DMSO-de) 8 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.22-1.55 (m, 4H), 
1.75-1.98 (m, 4H), 2.11-2.24 (m, 1H), 2.98-3.20 (m, 2H), 5.96 (s, 2H), 6.82 (d, 1H, 
J = 8.4 Hz), 6.91-7.03 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.72 (s, 1H). 
15 I a - 8 9 

mp 142-143 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.40-1.66 (m, 4H), 2.26 (t, 2H, J = 
7.5 Hz), 3.02 (q, 2H, J = 6.6 Hz), 5.96 (s, 2H), 6.82 (d, 1H, J = 8.4 Hz), 6.88 (t, 1H, 
J = 8.4 Hz), 6.94 (dd, 1H, J = 1.8, 8.4 Hz), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
20 I a - 9 0 
mp 100 °C 

J H-NMR (DMSO-de) 8 ppm: 1.20 (d, 6H, J = 6.9 Hz), 1.40-1.66 (m, 4H), 2.26 
(t, 2H, J = 7.5 Hz), 2.89-2.99 (m, 2H), 3.13 (quint, 1H, J = 6.6 Hz), 5.96 (s, 2H), 
6.83 (d, 1H, J = 8.1 Hz), 6.91-7.02 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
25 I a - 9 1 

mp 189-190 °C 
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1H-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.43-1.71 (m, 4H), 2.40 (t, 2H, J = 
7.5 Hz), 2.97-3.09 (m, 2H), 3.01 (s, 3H), 6.85-6.93 (m, 1H), 7.76-7.88 (m, 2H), 
8.20 (d, 1H, J = 1.2 Hz), 10.49 (s, 1H). 
I a - 1 0 4 
5 mp 238-241 °C 

1H-NMR (DMSO) 6 ppm: 1.27 (s. 9H), 1.3-1.5 (m. 4H), 1.8-2.0 (m, 4H), 2.50 
(m, 1H), 3.05 (m, 1H), 6.55 (br s, 1H), 6.79 (d, 1H, J= 8.2), 7.15 (t, 1H, J= 4.8), 
8.64 (d, 2H, J= 4.8). 
1 a - 1 0 5 
10 mp 232-234 "C 

iH-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.2-1.5.(m, 4H), 1.8-2.0 (m, 4H), 2.55 
(m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J=8.7), 9.92 (s, 2H), 10.93 (s, 1H). 
I a - 1 0 6 
mp 226-228 °C 

15 iH-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.22-1.58 (m, 4H), 1.82-2.04 (m, 4H), 
2.29 (m, 1H). 3.07 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.6 l(d-d, 1H, J = 1.8 Hz, 8.7 
Hz), 8.04 (d, 1H, J = 8.7 Hz), 8.48 (d, 1H, 2.1 Hz), 9.35 (s, 1H), 10.05 (s, 1H). 
I a - 1 0 7 
mp 282-283 <>C 

20 iH-NMR (DMSO) 5 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.32 (m, 1H), 7.44 (t, 2H, J 
= 7.5 Hz), 7.57-7.72 (m, 6H), 9.91 (s, 1H). 
I a - 1 0 8 
mp 191-192 «C 

25 *H-NMR (DMSO) 5 ppm: 1.24-1.58 (m, 4H), 1.28 (s, 9H), 1.86-2.04 (m, 4H), 
2.70 (m, 1H), 3.08 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 7.63-7.79 (m, 2H), 8.31 (d, 
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1H, J = 7.2 Hz). 10.27 (s, 1H). 
I a - 1 0 9 
mp 283-285 <>C 

*H-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.28 (s, 9H), 1.87-2.04 (m, 4H), 
5 2.42 (m, 1H), 3.09 (m, 1H), 3.87 (s, 2H), 6.82 (d, 1H, J = 8.7 Hz), 7.28-7.43 (m, 
3H), 7.60 (d, 2H, J = 7.8 Hz), 7.68 (d, 1H, J = 7.2 Hz), 7.89 (d, 1H, J = 7.5 Hz), 
9.48 (s, 1H). 
I a - 1 1 0 
mp 263-265 »C 

10 !H-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.76-1.87 (m, 2H), 
1.89-2.01 (m, 2H), 2.17 (m, 1H), 3.04 (m, 1H), 4.01 (s, 4H), 6.01 (s, 2H), 6.44 (d, 
2H, J = 8.7 Hz), 6.77 (d, 1H, J = 8.7 Hz), 7.39 (d, 2H, J = 9,0 Hz), 9.44 (s, 1H). 
I a - 1 1 1 
mp 239-241 »C 

15 1 H-NMR (DMSO) 8 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.62-1.76 (m, 4H), 
1.80-2.02 (m, 4H), 2.30 (m, 1H), 2.47-2.59 (m, 2H), 2.66-2.76 (m, 2H), 6.08 (m, 
1H), 6.79 (d, 1H, J = 9.0 Hz), 6.88 (d, 1H, J = 6.9 Hz), 7.02 (t, 1H, J = 7.5 Hz), 
7.13 (d, 1H, J = 7.5 Hz), 8.98 (s, 1H). 
I a - 1 2 4 

20 mp 247-249 »C 

*H-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.3 Hz), 1.30 (s, 9H), 2.15-2.26 (m, 
2H), 3.48-3.57 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H. 
J = 9.0 Hz), 7.38 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.92 (brs, 1H), 9.98 
(brs, 1H). 

25 I a — 1 2 5 
mp 228.-232 °C 
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""TeTnMR (DMSO) 6~^ptn?1.30 (s, 9H), 1.95-2.08 (m, 2H), 2.77-2.89 (m, 4H), 
7.17 (d, 1H, J = 8.4 Hz), 7.39 (d, 2H, J = 9.0 Hz), 7.42-7.48 (m, 1H), 7.64 (brs, 
1H), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (brs, 2H). 
I a - 1 2 6 
5 mp 244-246 °C 

- iH-NMR-(DMSO) S-ppnK-1,31 (s, 9H), 7.42 (d, 2H, J = 8.4 Hz), 7.81 (d-d, 1H, 
J = 2.1 Hz, 8.7 Hz), 7.93 (d, 2H, J = 9.0 Hz), 8.05 (d, 1H, J = 9.0 Hz), 8.66 (d, 1H, 
J = 2.1 Hz), 9.29 (8, 1H), 10.05 (brs, 1H), 10.39 (brs, 1H). 
I a - 1 2 7 
10 mp 238-239 °C 

1H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.18-4.27 (m, 4H), 6.81 (d, 1H, J = 8.4 
Hz), 7.16 (d-d, 1H, J = 2.7 Hz, 9.0 Hz), 7.34-7.42 (m, 3H), 7.85 (d, 2H, J = 8.4 Hz), 
9.94 (brs, 1H), 9.99 (brs, 1H). 
I a - 1 2 8 
15 mp 286-287 °C 

iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.71 (d, 2H, J 
= 8.4 Hz), 7.91 (d, 2H, J = 8.7 Hz), 7.99 (d, 2H, J = 8.7 Hz), 10.05 (brs, 1H), 10.44 
(brs, 1H). 
1 a - 1 2 9 
20 mp 232-234 «C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.25 
(1H, m), 3.07 (m, 1H), 6.80 (d, 1H, J=9.0), 7.37 (d, 1H, J= 8.1), 7.53 (t, 1H, 
J=8.1), 7.75 (t, 1H, J= 8.1), 8.12 ( s, 1H), 10.16 (s, 1H). 
] a - 1 3 0 
25 mp 274-277 °C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.23-1.58 (m, 4H), 1.81-2.03 (m, 4H), 
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2.28 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.36 (d-d, 1H, J = 0.9 Hz, 5.7 
Hz), 7.43 (d-d, 1H, J = 2.1 Hz, 8.7 Hz), 7.60 (d, 1H, J = 5.4 Hz), 7.78 (d, 1H, J = 
8.7 Hz), 8.40 (d, 1H, 1.8 Hz), 9.97 (brs, 1H). 
I a - 1 3 1 
5 mp 259-260 °C 

1H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.40 (d, 1H, J = 4.8 Hz), 7.41 (d, 2H, J 
= 8.7 Hz), 7.66 (d, 1H, J = 5.1 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.84 (d, 1H, 
J = 9.0 Hz), 7.92 (d, 2H, J = 8.7 Hz), 8.50 (s, 1H), 10,03 (brs, 1H), 10,27 (brs 1H). 
I a - 1 3 2 
10 mp 265-266 »C 

iH-NMR (DMSO) 6 ppm: 1.17 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.10 (m, 1H), 
7.35-7.46 (m, 3H), 7.54 (d, 1H, J = 7.5 Hz), 7.87-7.97 (m, 3H), 8.15 (brs, 1H), 
8.20 (d, 1H, J = 7.5 Hz), 10.03 (brs, 1H), 10.25 (brs, 1H). 
I a - 1 3 3 
15 mp 249-250 °C 

iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.45 (d, 1H, J 
= 5.4 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.76 (d, 1H, J = 5.4 Hz), 7.92 (d, 2H, 
J = 8.7 Hz), 7.95 (d, 1H, J = 8.1 Hz), 8.39 (d, 1H, J = 1.8 Hz), 10.02 (brs, 1H), 10 
23 (brs, 1H). 
20 I a - 1 3 4 
mp 305-306 »C 

iH-NMR (DMSO) 6 ppm: 1.25 (m, 2H), 1.25 (s, 9H), 1.52 (m, 2H), 1.82 (m, 
2H,), 1.94 (m, 2H), 2.13 (m, 1H), 3.04 (m, 1H), 6.00 (d, 1H, J= 8.1), 6.74 (d, 1H, 
J= 8.4), 7.3-7.5 ( m, 6H), 7.85 (d, 2H, J=7.5), 8.31 (d, 1H, J=8.4). 
25 I a - 1 3 5 
mp 220-222 »C 
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iH- NM R (DMSO) — 8 pimrrfr^^Hsr-gH), 1.3-l.fr -fmr 4H), 1.8 - 2.0 (m , 4H), 2.37 

(m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J=8.7), 7.04 (m, 1H), 7.29 (m, 1H), 7.79 ( m, 
1H), 9.60 (s, 1H). 
I a - 1 3 6 
5 mp 263-264 »C 

!H-NMR (DMSO) 8 ppm: 1.27 ( s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.20( m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J= 8.4), 6.87 ( m, 1H), 7.31 (m, 2H), 
10.21 (s, 1H). 
I a - 1 3 7 
10 mp 260-262 °C 

iH-NMR (DMSO) 8 ppm: 1.27 ( s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.30 
(m, 1H), 3.05 (m, 1H), 6.80 (d, 1H, J= 8.4), 7.13 (t, 2H, J= 8.1), 7.31 (m, 1H), 9.52 

(s, 1H). 
I a - 1 3 8 
15 mp 270-273 »C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.12 
(m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J=9.0), 7.31 (m, 2H), 7.80 (m, 1H), 10.05 (s, 
1H). 

I a - 1 3 9 
20 mp 267-270 °C 

iH-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 4.05 (s, 4H), 6.04 (s, 2H), 6.51 (d, 2H, 
J = 8.7 Hz), 7.34 (d, 2H, J = 8.4 Hz), 7.54 (d, 2H, J = 8.4 Hz), 7.87 (d, 2H, J = 8.4 
Hz), 9.82 (brs, 1H), 9.97 (brs, 1H). 
I a - 1 4 0 
25 mp 227-229 °C 

iH-NMR (DMSO) 5 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m 4H), 1.80-2.01 
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(m, 4H), 2.27 (m T 4JI) 1 -2-a5.3.22 ( m , 2 H X 6 . 99 ( d . l H , J =; 7 .8 H z), 7 .6544 2H, J 

= 8.7 Hz), 7.80 (d, 2H, J = 8.4 Hz), 10.18 (brs, 1H). 
I a - 1 4 1 
mp 205-207 °C 

5 iH-NMR(DMSO) 6 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.20-1.55 (m, 4H), 1.75-2.05 
(m, 6H), 2 .21 (m, lH)^2.72-2.85 (m, 4H), 2.93-3.20 (m, 2H), 6.98 (d, 1H, J = 8.1 
Hz), 7.10 (d, 1H, J = 8.1 Hz), 7.26 (d-d, 1H, J = 2.1 Hz, 8.1 Hz), 7.51 (s, 1H), 9.67 
(brs, 1H). 
1 a - 1 4 2 
10 mp 295-296 »C 

!H-NMR (DMSO) 6 ppm: 1.15 (d, 6H,J=6.6), 1.27 (s, 9H), 1.3-1.5 (m, 4H), 
1.8-2.0 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 4.07 (m, 1H), 6.80 (d, 1H, J=8.7), 
7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 8.06 (d, 1H, J=7.5), 10.01 (s, 1H). 
1 a - 1 4 3 
15 mp 146-147 °C 

1H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.5-1.7 (m, 4H), 2.36 (t, 2H, J=7.8), 
3.03 (q, 2H, J=6.3), 6.89 (t, 1H, J=6.3), 7.66 (d, 2H, J=8.4), 7.80 (d; 2H, J=8.4), 
10.25 (s, 1H). 
I a - 1 4 4 
20 mpl38-140«C 

!H-NMR (DMSO) 6 ppm: 1.21 (d, 6H, J=6.0), 1.4-1.7 (m, 4H), 2.37 (t, 2H, 
J=7.5), 2.96 (q, 2H, J=6.3), 3.14 (m, 1H), 6.99 (t, 1H, J=5.4), 7.66. (d, 2H, J=7.8), 
7.81 (d, 2H, J=7.8), 10.26 (s, 1H). 
I a - 1 4 5 
25 mp 134-136 «C 

iH-NMR (DMSO) 5 ppm: 1.26 (s, 9H), 1.39 (m, 2H), 1.4-1.7 (m, 4H), 2.28 (t, 
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2H, J=7.2), 2.79 (m, 4H), 3.02 (q. 2H, J=7.2), 6.88 (t, 1H, J=6.0), 7.10 (t, 1H, 
J=6.0), 7.51 (s, 1H), 9.73 (s, 1H). 
I a - 1 4 6 
mp 135-137 °C 

5 J H-NMR (DMSO) 5 ppm: 1.20 (d. 6H, J=6.6), 1.4-1.7 (m, 4H), 1.99 (m, 2H), 
2.28 (t, 2H, J=7.2), 2.79 (m, 4H), 2.94 (q, 2H, J=6.3), 3.13 (m, 1H), 6.98 (t, 1H, 
J=6.9), 7.10 (d, 2H, J=8.1), 7.26 (d, 2H, J=8.1), 7.51 (s, 1H), 9.73 (s,lH). 
I a - 1 4 7 
mp 206-207 °C 

10 *H-NMR (DMSO) 6 ppm: 1.29 (s, 9H), 4.54 (d, 2H, J = 5.7 Hz), 7.35 (d, 2H, J 
= 9.0 Hz), 7.52 (d, 2H, J = 7.8 Hz), 7.69 (d, 2H, J = 8.1 Hz), 7.83 (d, 2H, J = 
8.7Hz), 9.02 (t, 1H, J = 5.7 Hz), 9.97 (brs, 1H). 
1 a - 1 4 8 
mp 250-251 °C 

15 J H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 7.18 (t, 2H, J = 9.3 Hz), 7.40 (d, 2H, J 
= 8.7 Hz), 7.76 (d-d, 2H, J = 5.1 Hz, 9.3 Hz), 7.88 (d, 2H, J = 9.0 Hz), 10.02 (brs, 
1H), 10.17 (brs, 1H). 
I a - 1 4 9 
mp 220-222 °C 

20 1H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 3.74 (s, 3H), 6.92 (d, 2H, J = 9.0 Hz), 
7.38 (d, 2H, J = 9.0 Hz), 7.64 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (s, 
2H). 

I a - 1 5 O 
mp 264-266 °C 

25 *H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 1.66-1.76 (m, 4H), 2.57- 2.66 (m, 2H), 
2,71-2.80 (m, 2H), 6.98 (m, 1H), 7.06-7.16 (m, 2H), 7.38 (d, 2H, J = 9.0 Hz), 7.90 
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(d, 2 H , J - 8 .7 Hz), 9.60 (o , 1H), 9.99 (sH^ — 

I a - 1 5 1 
mp 235-236 «C 

1H-NMR (DMSO) 6 ppm: 1.03-1.39 (m, 5H), 1.27 (s, 9H), 1.55-1.87 (m, 5H), 
5 3.73 (m, 1H), 7.31 (d, 2H, J = 8.7 Hz), 7.76 (d, 2H, J = 8.4 Hz), 8.01 (d, 1H, J = 
7.8 Hz), 9.90 (s, 1H). 
1 a - 1 5 2 
mp 244-246 °C 

*H-NMR (DMSO) 5 ppm: 0.50-0.72 (m, 4H), 1.27 (s, 9H), 2.81 (m, 1H), 7.31 (d, 
10 2H, J = 8.7 Hz), 7.73 (d, 2H, J = 8.7 Hz), 8.30 (d, 1H, J = 4.2 Hz), 9.91 (brs, 1H). 
I a - 1 5 3 
mp >300 °C 

*H-NMR (DMSO) 5 ppm: 1.06 (m, 6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 
(m, 4H), 2.25 (m, 1H), 2.7 (m, 1H), 3.05 (m, 1H), 3.51 (m, 4H), 4.30 (m, 1H), 6.80 
15 (d, 1H, J=8.4), 7.34 (d, 2H, J=8.4), 7.65 (d, 2H, J=8.4), 10.01 (s, 1H). 
I a - 1 5 4 
mp 247-249 °C 

!H-NMR (DMSO) 8 ppm: 1.05 (m,6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 
4H), 2.23 (m, 1H), 2.77 (m, 1H), 3.05 (m, 1H), 3.52 (m, 4H), 4.33 (m, 1H), 6.80 (d, 
20 1H, J=9.0), 7.03 (d, 1H, J=7.8), 7.35 (t, 1H, J=7.8), 7.59 (d, 1H, J=7.8), 7.68 (s, 
1H), 9.96 (s, 1H). 
I a - 1 5 5 
mp 258-259 °C 

!H-NMR (DMSO) 6 ppm: 1.25(m, 2H), 1.50 (m,2H), 1.86 (m, 2H), 1.99 (m, 2H), 
25 2.28 (m ,.1H), 2.93 (s, 3H), 3.10 (m, 1H), 7.02 (d, 1H, J=7.5), 7.65 (d, 2H, J=8.4), 
7.80 (d, 2H, J=8.4). 10.20 (s, 1H). 
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1 a - 1 5-6 

mp 250-253 °C 

1H-NMR (DMSO) 5 ppm: 1.28 (m, 2H), 1.50 (m, 2H), 1.82 (m, 2H), 2.00 (m, 
4H), 2.22 (m, 1H), 2.79 (m, 4H), 2.92 (s, 3H), 3.11 (m, 1H) ( 7.01 (d, 1H, J=(.l), 
5 7.26 (d, 1H, J=8.1), 7.51 falH), 9.68 (s, 1H). 
I a — 1 5 7 
mp 259-262 °C 

iH-NMR (DMSO) 3 ppm: 1.13 (d, 6H, J=6.0), 1.25 (m, 2H), 1.50 (m, 2H), 1.80 
(m, 2H), 1.95 (m, 2H), 2.17 (m, 3H), 2.92 (s, 3H), 3.10 (m, 1H), 3.70 (m,2H), 3.68 
10 (m, 2H), 6.86 (d, 2H J=9.3), 7.00 (d, 1H, J=7.2), 7.43 (d, 2H, J=9.3), 9.58 (s, 1H). 
1 a - 1 5 8 
mp 298-300 °C 

1H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.30-7.50 (m, 5H), 7.63-7,71 (m, 4H), 
7.87 (d, 2H, J = 8.7 Hz), 7.91 (d, 2H, J = 9.0 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
15 I a - 1 5 9 
mp 278-281 °C 

iH-NMR (DMSO) 6 ppm: 0.74-1.87 (m, 20H), 1.29 (s, 9H), 3.76 (m, 1H), 7.32 
(d, 2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.7 Hz), 7.75 (d, 1H, J = 8.7 Hz), 7.90 (brs, 
1H). 

20 I a - 1 6 0 
mp 227-228 °C 

IH-NMR (DMSO) 5 ppm: 1.22-1.55 (m, 4H), 1.27 (s, 9H), 1.80-2.02 (m, 4H), 
2.23 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.45 (t, 1H, J = 9.9 Hz), 7.82 
( m, 1H), 8.12 (d-d, 1H, J = 2.4 Hz, 6.3 Hz), 10.17 (brs, 1H). 
25 I a - 1 6 1 
mp 259-260 °C 



233 



WO 01/37826 



PCT/JP00/08197 



iH-NMR (DMSO) 6 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.78-2.01 (m, 4H), 
2.16 (s, 3H), 2.21 (m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J = 8.4 Hz), 7.12-7.21 (m, 
2H), 7.53 (m, 1H), 9.90 (brs, 1H). 
I a - 1 6 2 
5 mp 222-226 "C 

X H-NMR (DMSO) 6 ppm: 1.15 (d,6H,J = 6.3 Hz), 1.26 (d, 6H, J = 6.9 Hz), 
2.16-2.26 (m, 2H), 3.31 (m, 1H), 3.48-3.58 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 
2H, J = 9.0 H), 7.32 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 9.0 Hz), 7.89 (d, 2H, J = 9.0 
Hz), 9.92 (s, 1H), 10.13 (brs, 1H). 
10 I a - 1 6 3 
mp 197-200 «C 

*H-NMR (DMSO) 6 ppm: 1.26 (d, 6H, J = 6.3 Hz), 1.95-2.09 (m, 2H), 2.77-2.90 
(m, 4H), 3.32 (m, 1H), 7.17 (d, 1H. J = 8.1 Hz), 7.32 (d, 2H, J = 8.7 Hz), 7.45 (d-d, 
1H, J = 1.8 Hz, 8.1 Hz), 7.64 (brs, 1H), 7.90 (d, 2H, J = 8.7 Hz), 9.99 (brs, 1H), 
15 10.13 (brs, 1H). 
I a - 1 6 4 
mp 145-247 »C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 16H), 2.19 (m, 1H), 3.05 (m, 
1H), 4.74 (m, 1H), 6.79 (d, 1H, J=9.0), 6.80 (d, 2H, J=9.0), 7.47 (d, 2H, J=9.0), 
20 9.63 (s, 1H). 
I a - 1 6 5 
. mp >300 »C 

*H-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.26 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.63 (d, 2H, J = 9.0 Hz), 7.78 (d, 
25 2H, J = 8.7 Hz), 8.02 (d, 1H, J = 8.1Hz), 10.00 (brs, 1H). 
I a - 1 6 6 
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mp 200-201 °C 

iH-NMR (DMSO) 5 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.25 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (t, 1H, J = 8.1 Hz), 7.46 (d, 
1H, J = 8.1 Hz), 7.76 (m, 1H), 7.94 (m, 1H), 8.14 (d, 1H, J = 8.1 Hz), 9.92 (brs, 

.5 1H). 

I a - 1 6 7 
mp 282-285 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.87-2.03 (m, 4H), 
2.49 (m, 1H), 3.07 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 13.20 (brs, 1H). 
10 I a - 1 6 8 
mp 120-124 °C 

*H-NMR (DMSO) 6 ppm: 0.94-1.66 (m, 14H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.25 (mlH), 2.92 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.42-7.53 (m, 
2H), 7.63 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.17 (m, 1H), 10.11 (brs, 1H). 
15 I a - 1 6 9 
mp 256-257 «C 

iH-NMR (DMSO) 5 ppm: 0.93-1.20 (m, 5H), 1.24-1.64 (m, 9H), 1.27 (s, 9H), 
1.80-2.02 (m, 4H), 2.27 (m, 1H), 2.87 (m, 1H), 3.06 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.48 (d, 1H, J = 7.2 Hz), 7.68-7.79 (m, 4H), 10.17 (brs, 1H). 
20 I a - 1 7 1 
mp 242-244 °C 

*H-NMR (DMSO) 6 ppm: 1.27 (m, 12H), 1.45 (m, 4H), 1.90 (m, 4H), 2.25 (m, . 
1H), 3.07 (m, 1H), 3.67 (m, 2H), 6.77(d, 1H, J=8.7), 6.90 (d, 1H, J=7.8), 7.31 (t, 
1H, J=7.5), 7.53 (d, 1H, J=7.8), 7.59 (s.lH), 9.89 (s, 1H). 
25 I a - 1 7 2 
mp >310 °C 
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1 H - NM R-<DMSO) 8 ppm: 1.27 (m, 12H), 1.38 (m, 4H), 1.84 (m, 2H), 1.97 (m, 
2H), 2.25 (m, 1H), 3.07 (m, 1H), 3.66 (m, 2H), 6.81 (d, 1H, J=8.7), 7.20 (d, 2H, 
J=6.7), 7.61 (d, 2H, J=8.7), 9.94 (s, 1H). 
I a — 1 7 3 
5 mp 279-281 »C 

!H-NMR (DMSO) 5 ppm: 1.27 (e, 9H), 1.3-1.5 (m, 4H), 1.83 (m, 6H), 1.93 (m, 
2H), 2.21 (m, 1H), 2.36 (m, 2H), 3.05 (m, 1H), 3.54 (m, 2H), 6.79 (d, 1H, J=8.7), 
7.16 (d, 2H, J=9.0), 7.56 (d, 2H, J=9.0), 9.83 (s, 1H). 
I a - 1 7 4 
10 mp 258-262 °C 

1 H-NMR (DMSO) 5 ppm: 0.29 (m, 2H), 0.53 (m,2H). 1.20 (m, 1H), 1.27 (s, 9H), 

1.3-1.5 (m, 4H), 1.7-2.0 (m, 4H), 2.20 (m, 1H), 3.05 (m, 1H), 3.75 (d, 2H, J=6.9), 

6.79 (d, 1H, J=9.0), 6.83 (d, 2H, J=9.0), 7.46 (d, 2H, J=9.0), 9.64 (s, 1H). 

I a — 1 7 5 
15 mp 246-248 °C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.19 (m, 1H), 3.04 (m, 

1H), 4.23 (m, 1H), 6.79 (d, 1H, J=8.7), 6.84 (d, 2H, J=9.0), 7.45 (d, 2H, J=9.0), 

9.64 (s, 1H). 

I a - 1 7 6 
20 mp 200-202 °C 

1H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.21 (m, 1H), 3.05 (m, 

1H), 4.23 (m, 1H), 6.57 (d, 1H, J=6.9), 6.80 (d, 1H, J=9.0), 7.0-7.2 (m, 2H), 7.28 

(s, 1H), 9.74 (s, 1H). 

I a - 1 7 7 
25 mp 266-268 °C 

!H-NMR (DMSO) 6 ppm: 1.22-1.56 (m, 4H), 1.27 (s, 9H), 1.79-2.02 (m, 4H), 
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2.25 (m,lH), 3.05 (m, 1H), 6.56 (m, 1H), 6.77-6.84 (m, 2H), 7.58-7.71 (m, 5H), 
9.92 (brs, 1H). 
I a - 1 7 8 
mp 223-224 »C 

5 !H-NMR (DMSO) 8 ppm: 1.26-1.54 (m,4H), 1.27 (s, 9H), 1.81-2.02 (m,4H), 
2.45 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 8.15 (d-d, 1H, J = 2.4 Hz, 9.0 
Hz), 8.27 (d, 1H, J = 9.0 Hz), 8.70 (m, 1H), 10.85 (brs, 1H). 
I a - 1 7 9 
mp 224-227 «C 

10 1 H-NMR (DMSO) 6 ppm: 1.24-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 1.8 Hz), 
7.72-7.84 (m, 4H), 8.60 (d, 1H, J = 1.8 Hz), 10.09 (brs, 1H). 
I a - 1 8 0 
mp 226-227 °C 

15 *H-NMR (DMSO) 6 ppm: 0.92 (d, 6H, J = 6.6 Hz), 1.26-1.55 ( m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 3.20 (m, 1H), 6.80 (d, 1H, J 
= 8.7 Hz), 7.42 (d, 1H, J = 7.2 Hz), 7.67-7.79 (m, 4H), 10.19 (brs, 1H). 
I a — 1 8 1 
mp 191-192 °C 

20 !H-NMR (DMSO) 5 ppm: 0.95 (d, 6H, J = 6.6 Hz), 1.26-1.55 (m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.25 (m, 1H), 3.06 (m, 1H), 3.23 (m, 1H), 6.80 (d, 1H, J 
= 8.4 Hz), 7.41-7.53 (m, 2H), 7.58 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.18 (m, 1H), 
10.13 (brs, 1H). 
I a - 1 8 2 

25 mp 192-193 °C 

J H-NMR (DMSO) 5 ppm: 0.30 (m, 2H), 0.55 (m, 2H), 1.2-1.5 (m, 5H), 1.27 (s, 
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IF), 1 8*2 n (™, 4H ) 9. 30 (m, iH), 3LD4 (m , IH). 3.75 fd. 2H. J=6.9V 6. 58 (m, 
1H), 6.79 (d, 1H, J=8.7), 7.0-7.2 (m, 2H) ( 7.31 (s, 1H), 9.76 (s, 1H). 
I a - 1 8 3 
mp >310 °C 

5 !H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m,4H), 1.82 (m, 2H), 1.97 (m, 
2H), 2.04 (m, 2H), 2.39 (m, 1H), 2.46 (t, 2H, J=7.8), 3.07 (m, 1H), 3.79 (t, 2H, 
J=7.5), 6.79 (d, 1H, J=8.7), 7.56 (m, 4H), 9.80 (s, 1H). 
I a - 1 8 4 
mp 281-283 «C 

10 *H-NMR (DMSO) 5 ppm: 1.24-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9,0 Hz), 7.33 (s, 1H), 7.75 (d, 2H, J 
= 9.3 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.16 (s, 1H), 10.09 (brs, 1H). 

I a - 1 8 5 
mp 226-227 <»C 

15 *H-NMR (DMSO) 5 ppm: 1.24-1.58 (m, 10H), 1.27 (s, 9H), 1.81-2.02 (m, 4H), 

2.28 (m, 1H), 2.78-2.88 (m, 4H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.64 (d, 
2H, J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 10.25 (brs, 1H). 

I a - 1 8 6 
mp 148-150 »C 

20 !H-NMR (DMSO) 6 ppm: 1.25-1.60 (m, 10H), 1.27 (s, 9H), 1.82-2.03 (m, 4H), 
2.24 (m, 1H), 2.82-2.92 (m, 4H), 3.06 (m,lH), 6.79 (d, 1H, J = 8.4 Hz), 7.36 (m, 
1H), 7.55 (t, 1H, J = 7.8 Hz), 7.84 (m„ 1H), 8.06 (m, 1H), 10.18 (brs, 1H). 
I a - 1 8 7 
mp >310 »C 

25 !H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.36 (s, 9H), 1.43 (m,4H), 1.85 (m, 2H), 
1.93 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J=8.7), 7.58 (s, 1H), 7.62 (d, 
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~ 2H). 7.75 (d, 2H, J=9 T0 ), 10 . 00 ( o , l H) 

I a- 1 8 8 

lH-NMR ( D MSO> . PP- - C . 2 ^ ^ 3 oe (m m) , 8 , 0 (m , 

1H), 6.80 (d, 1H, 
J=8.1), 10-02 (s, 1H). 
Ia-189 

1 27 (s 9H) 1.2-2.0 *. 1TH). 2-03 <*. »• »■» 
10 l H -NMR(DMSO) 6 ppm: 1-27 (, 9H), 

a IH J-8 4) 7.1-7.3 On, 3H). 7.94 (s, IH). 9.78 I 
1H), 6.79 (d, IH, J-o •*>> 

I a - 1 9 0 

mP>3l0 ° C ll2 0( m l7H),1.27(s,9H),2.25( m , 2 H),3.03(m, 
lH-NMR (DMSO) app.:^^ 1 

,u 1-8 7} 7 48 (m, 4H). 9 71 (m, 2H). 
15 IH). 6.79 (d, IH, J-8.7), 

I a — 1 9 1 

mP 276 ' 2 "° C . 11 e(d6H,J = 6. 6 H,),1.3H,3H,4.09( m .lH), 

lH -KMUCOMSO> «PP~ ^.^^ 
7.41 (d. 2H. J = 8.7 Hz), 7.84 (s, 
20 Hz), 10-04 (br,lH), 10-30 (brs,lH). 

1 a - 1 9 2 

mp 20 4.206 .0 jj j _ Hz) , ..20.L66 C. *>. 1- * 

lH-NMR (DMSO) I-"* ■ 4 „ 6 (m , lH ), 

26 e. 99 (a. 1 H, J = B,H,,7.34(, 1 H, J -8. 1 H„ 

lH) , 7 . 9 ec»,.H,8.nc, 1 H. J -8,H,>,, 9 4(-, 1 H,. 
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1 a - 1 9 3 
mp 285-286 «C 

1H-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.9 Hz), 1.79-2.00 (m, 4H), 2.26 (m, 1H), 2.97-3.20 (m, 2H), 4.07 (m, 1H), 
6.99 (d, 1H, J = 7.8 Hz), 7.64 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.7 Hz), 8.06 (d, 
1H, J = 7.5 Hz), 10.02 (brs, 1H). 
1 a - 1 9 4 
mp 248-250 °C 

1H-NMR (DMSO) 5 ppm: 1.22-1.57 (m, 4H), 1.22 (d, 6H, J = 6.6 Hz), 1.78-2.00 
(m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 6.56 (m, 1H), 6.82 (d, 1H, J = 3.3 Hz), 
6.99 (d, 1H, J = 7.8 Hz), 7.58- 7.71 (m, 5H), 9.92 (brs, 1H). 
I a - 1 9 5 
mp 271-275 °C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.02 (m, 4H), 
2.25 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9.0 Hz), 7.57 (s, 1H), 7.62-7.74 (m, 
4H), 8.39 (s, 1H), 9.99 (brs, 1H). 
I a - 1 9 6 
mp 226-228 »C 

1H-NMR (CDC1 3 ) 5 ppm: 0.30 (m, 2H), 1.23 (d, 6H, J=6.9), 1.2-2.0 (m, 4H), 
2.20 (m, 1H), 3.10 (m, 2H), 3.76 (d, 2H, J=6.9), 6.83 (d, 2H, J=8.7), 6.99 (d, 1H, 
J=8.1), 7.46 (d, 2H, J=8.7), 9.65 (s, 1H). 
I a - 1 9 7 
mp 173-175 °C 

1H-NMR (DMSO) 6 ppm:0.31 (m, 2H), 0.56 (m, 2H), 1.22 (d, 6H, J=6.6), 
1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 (m, 1H), 3.10 (m, 1H), 3.76 (d, 1H, J=7.2), 
6.58 (d, 1H, J=8.1), 7.0-7.2 (m, 2H), 7.32 (s, 1H), 9.78 (s, 1H). 
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I a - 1 9 8 
mp 233-235 »C 

1H-NMR (DMSO) 5 ppm: 1.25 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.19 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.80 (d, 2H, J=8.7), 6.98 (d, 1H, J=7.8), 7..45 (d, 2H, 
5 J=8.7), 9.63 (s, 1H). 
I a - 1 9 9 
mp 185-186 °C 

1H-NMR (DMSO) 6 ppm: 1.22 (d. 6H, J=6.9), 1.2-2.0 (m, 16H), 2.22 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.54 (m, 1H), 7.0-7.2 (m, 2H), 7.3 (s, 1H), 9.75 

10 (s,lH). 

I a - 2 0 0 
mp 235-237 »C 

1H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.20 
(m, 1H), 3.05 (m. 1H), 3.45 (m. 2H), 3.82 (m, 2H), 4.47 (m, 1H), 6.79 (d, 1H, 
15 J=9.0), 6.89 (d, 2H, J=9.0), 7.47 (d, 2H,J=9.0), 9.66 (s, 1H). 
I a - 2 0 1 
mp 300-301 °C 

1H-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.26-1.56 (m, 4H), 1.27 (s, 
9H), 1.82-2.03 (m, 4H), 2.23 (s, 3H), 2.37 (m, 1H), 3.06 (m, 1H), 4.07 (m, 1H), 
20 6.81 (d, 1H, J = 8.7 Hz), 7.52 (d, 1H, J = 8.4 Hz), 7.62 (d, 1H, J = 8.4 Hz), 7.68 (s, 
1H), 8.09 (d, 1H, J = 7.5 Hz), 9.22 (brs, 1H). 
I a - 2 0 2 
mp 269-270 »C 

1H-NMR (DMSO) 6 ppm: 1.25-1.26 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
25 2.25 (m, 1H), 3.07 (m, 1H), 6.80 (d, lH, J = 8.4 Hz), 7.11 (m, 1H), 7.42 (d, 1H, J 
= 3.6 Hz), 7.48 (m, lH), 7.58 (d, 2H, J = 8.7 Hz), 7.64 (d, 2H, J = 8.4 Hz), 9.92 
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(brs, 1H). 
I a - 2 0 3 
mp 271-273 °C 

1H-NMR (DMSO) 6 ppm: 1.14-1.54 (m, 9H), 1.26 (s, 9H), 1.63-1.88 (m, 7H), 
5 1.89-2.01 (m, 2H), 2.21 (m, 1H), 2.42 (m, 1H), 3.04 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.11 (d, 2H, J = 8.4 Hz), 7.47 (d, 2H, J = 8.1 Hz), 9.70 (brs, 1H). 
I a - 2 0 4 
mp 250-251 °C 

1H-NMR (DMSO) 5 ppm: 1.22-1.39 (m, 2H), 1.22 (d, 6H, J = 6.6 Hz), 1.40-1.57 
10 (m 2H), 1.80-2.01 (m, 4H), 2.28 (m, 1H), 2.98-3.21 (m, 2H), 7.00 (d, 1H, J = 7.8 
Hz), 7.34 (s, 1H), 7.75 (d, 2H, J = 9.0 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.17 (s, 1H), 
10.10 (brs, 1H). 
I a - 2 0 5 
mp 239-240 °C 

15 1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 5H), 2.08 
(m, 2H), 3.05 (m, 1H), 3.80 (m, 4H), 4.95 (m, 1H), 6.79 (d, 1H, J=8.7), 6.83 (d, 2H, 
J=8.7), 7.48 (d, 2H, J=8.7), 9.66 (s, 1H). 
I a - 2 0 6 
mp 236-238 "C 

20 1H-NMR (DMSO) 8 ppm:1.27 (s, 9H), 1.2-1.7 (m, 8H), 1.8-2.0 (m, 6H), 2.18 (m, 
1H), 3.04 (m, 1H), 3.3-3.6(m, 2H), 3.85 (m, 3H), 6.80 (d, 1H, J=9.0), 6.84 (d, 2H, 
J=9.0), 7.47 (d, 2H, J=9.0), 9.65 (s, 1H). 
I a - 2 0 7 . 
mp 224-226 "C 

25 iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.24(m, 
1H), 2.39 (m, 2H), 3.06 (m, 1H), 3.50 (t, 2H, J=7.5), 3.70 (t, 2H, J=6.3), 6.78 (d, 
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1H, J=6.6), 6.83 (m, 1H), 7.25 (m, 1H), 7.27 (m, 1H), 7.54 (s.lH), 9.61 (s, 1H). 
I a - 2 0 8 
mp 275-277 "C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 
5 (m, 1H), 2.38 (m, 2H), 3.07 (m, 1H), 3.47 (t, 2H, J=6.9), 3.69 (t, 2H, J=6.6), 6.80 
(d, 1H, J=8.7), 7.14 (d, 2H, J=8.4), 7.58 (d, 2H, J=8.4), 9.83 (s, 1H). 
I a - 2 0 9 
mp 214-215 'C 

iH-NMR (DMSO) 6 ppm: 1.26-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
10 2.25 (m, 1H), 3.06 (m, 1H), 6.59 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 6.86 (d, 1H, J 
= 2.7 Hz), 7.28-7.40 (m, 2H), 7.47 (m, 1H), 7.75 (s, 1H), 8.01 (s, 1H), 9.91 (brs, 
1H). 

I a — 2 1 0 
mp 272-275 °C 

15 iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 6.59 (m, 1H), 6.87 (d, 1H, J = 3.3 Hz), 
7.41 (d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 8.7 Hz), 7.72 (m, 1H), 7.83 (d, 2H, J = 
8.7 Hz), 7.90 (d, 2H, J = 8.7 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
I a - 2 1 1 
mp 251-255 °C 

20 iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.36 (s, 1H), 7.41 (d, 2H, J = 8.4 Hz), 
7.91 (d, 2H, J = 8.4 Hz), 7.92-8.00 (m, 4H), 8.19 (s, 1H), 10.06 (brs, 1H), 10.38 
(brs, 1H). 
I a - 2 1 2 
mp 241-244 »C 

25 !H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 1.50-1.78 (m, 6H), 1.81-1.97 (m, 2H), 
4.78 (m, 1H), 6.87 (d, 2H, J = 9.0 Hz), 7.38 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
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9^"Hz), 7.87 (d, 2H, J = 8.7 Hz), 9T9T(brsrTH)r9?99 '(brs, III). 

1 a - 2 1 3 
mp 283-286 °C 

1H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.12 (d-d, 1H, J = 3.6 Hz, 5.1 Hz), 7.41 
5 (d, 2HT. J = 9.0 Hz), 7.46 (in, 1H), 7.50 (d-d, 1H, J = 1.2 Hz, 5.1 Hz), 7.64 (d, 2H, 
J = 8.7 Hz), 7.82 (d,-2H, J = 8.7. Hz), 7.90 (d, 2H, J = 9.3 Hz), 10.03 (brs, 1H), 

10.22 (brs, 1H). 
I a - 2 1 6 
mp 224-225°C 

10 iH-NMR (CDC1 3 ) 8 ppm: 1.22 (d, 6H, J=6.9), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.45 (m, 1H), 3.12 (m, 2H), 6.99 (d, 1H, J=8.1), 8.15 (m, 1H), 8.27 (d, 1H. J=9.0), 
8.69 (s, 1H), 10.86 (s, 1H). 
I a - 2 1 9 
mp 270-272 »C 

15 IH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.34-1.51 (m, 2H), 1.80-1.92 (m, 2H), 
2.83- 2.97 (m, 2H), 3.32 (m, 1H), 3.99-4.12 (m 2H), 6.92 (d, 1H, J = 8.7 Hz), 7.57 
(d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 9.0 Hz), 8.90 (brs, 1H). 
I a - 2 2 0 
mp 187-189 °C 

20 iH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.31-1.51 (m, 2H), 1.78-1.90 (m, 2H), 
2.78-2.93 (m, 2H), 3.30 (m, 1H), 3.97-4.09 (m, 2H), 6.90 (d, 1H, J = 8.7 Hz), 7.06 
(t, 2H, J = 9.0 Hz), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 1 
mp 260-262 °C 

25 IH-NMR (DMSO) 8 ppm: 1.12-1.50 (m, 7H), 1.28 (s, 9H), 1.63-1.90 (m, 7H), 
2.40 (m, 1H), 2.76-2.91 (m, 2H), 3.28 (m, lH), 3.96-4.09 (m, 2H), 6.90 (d, 1H, J 



244 



WO 01/37826 



PCT/JP00/08197 



= 8.7 Hz), 7.06 (d, 2H, J = 8.4 Hz), 7.32 (d, 2H, J = 8.4 Hz), 8.40 (brs, 1H). 
I a - 2 2 2 
mp 265-267 °C 

1H-NMR (DMSO) 6 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.31-1.48 (m, 2H), 1.77-1.90 
5 (m, 2H), 2.84-2.98 (m, 2H), 3.16 (m, 1H), 3.33 (m, 1H), 3.96-4.10 (m, 2H), 7.11 (d, 
1H, J = 7.8 Hz), 7.57 (d, 2H, J = 8.7 Hz), 7.67 (d, 2H, J = 8.4 Hz), 8.90 (brs, 1H). 
I a - 2 2 3 
mp 183-186 °C 

1H-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.9 Hz), 1.28-1.47 (m, 2H), 1.76-1.88 
10 (m, 2H), 2.80-3.16 (m, 2H), 3.16 (m, 1H), 3.32 (m, 1H), 3.94-4.07 (m, 2H), 
7.00-7.14 (m, 3H), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 4 
mp 232-234 <>C 

1H-NMR (DMSO) 8 ppm: 1.12-1.46 (m, 7H), 1.23 (d, 6H, J = 6.6 Hz), 1.63-1.87 
15 (m, 7H), 2.40 (m, 1H). 2.78-2.93 (m, 2H), 3.15 (m.lH), 3.31 (m.lH), 3.94-4.07 (m, 
2H), 7.06 (d, 2H, J = 8.4 Hz), 7.09 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.4 Hz), 
8.39 (brs, 1H). 
I a - 2 2 5 
mp 222-224 «C 

20 !H-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.30-1.61 (m, 4H), 1.77-1.98 (m, 4H), 
2.66-2.90 (m, 2H), 3.28 (m, 1H), 3.40-3.50 (m, 2H), 3.79-3.88 (m, 2H), 3.96-4.08 
(m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 6.91 (d, 1H, J = 9.0 Hz), 7.31 (d, 
2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 2 6 

25 mp 194-195 °C 

iH-NMR (CDCI3/DMSO) 6 ppm: 1.39 (d, 6H, J = 7.2 Hz), 1.66 (quintet, 2H, J 
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=- 6. 8 Hz), 1.87 (qu ia tot, 2H, J ~ 7.7 Hz), 2.47 (t, 2 H, Hz), 3.11-3.22 (m, 

1H), 3.21 (t, 2H, J = 6.2 Hz), 5.00 (brs, 1H), 7.35-7.56 (m, 5H), 7.86 (d, 1H, J = 

8.4 Hz), 8.05 (dd, 1H, J = 1.8, 8.1 Hz), 8.20 (d, 1H, J = 1.8 Hz), 9.24 (s, 1H). 
I a - 2 2 7 

5 mp >300 °C - .- - 

JLH-NMR (DMSCO 5 ppm: 1.22_(d, 6H, J = 6.3 Hz), 1.20-1.40 (m, 4H), 1.74-2.10 
(m, 4H), 2.20-2.40 (m, 1H), 2.39 (s, 3H), 3.00-3.30 (m, 2H), 6.25 (s, 1H), 6.99 (brs, 
1H), 7.43-7.57 (m, 1H), 7.71 (d, 1H, J = 8.1 Hz), 7.76 (s, 1H), 10.27 (s, 1H). 
I a - 2 2 8 
10 mp 168-169 °C 

!H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.49 (quintet, 2H, J = 7.5 Hz), 1.64 
(quintet, 2H, J = 7.4 Hz), 2.38 (t, 2H, J = 7.2 Hz), 2.40 (s, 3H), 3.04 (q, 2H, J = 

6.5 Hz), 6.25 (s, 1H), 6.89 (t, 1H, J = 6.0 Hz), 7.48 (dd, 1H, J = 1.8, 8.4 Hz), 7.71 
(d, 1H, J = 8.4 Hz), 7.77 (d, 1H, J = 1.8 Hz), 10.33 (s, 1H). 

15 I a - 2 2 9 
mp 174-175 °C 

1 H-NMR (DMSO) 5 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.42-1.56 (m, 2H); 1.56-1.70 
(m, 2H), 2.33-2.42 (m, 2H), 2.40 (s, 3H), 2.90-3.02 (m, 2H), 3.14 (septet, 1H, J = 
6.5 Hz), 6.26 (s, 1H), 6.99 (brs, 1H), 7.48 (d, 1H, J = 8.4 Hz), 7.71 (d, 1H, J = 8.7 
20 Hz), 7.77 (s, 1H), 10.33 (s, 1H). 
I a - 2 3 0 
mp 194-195 °C 

1 H-NMR (DMSO) 6 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.25-1.65 (m, 4H), 1.27 (s, 
9H), 1.81-2.05 (m, 5H), 2.23-2.35 (m, 1H), 2.99-3.15 (m, 1H), 3.36 (d, 2H, J = 7.2 
25 Hz), 6.80 (d, 1H, J = 8.4 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.87 (d, 1H, J = 8.4 Hz), 
8.19 (s, 1H), 10.44 (s, 1H). 
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I a - 2 3 1 ~~ 
mp 221-222 <»C 

1H-NMR (DMSO) 5 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.22-1.40 (m, 2H), 1.23 (d, 
6H, J = 6.9 Hz), 1.40-1.58 (m, 2H), 1.82-2.04 (m, 5H), 2.22-2.37 (m, 1H), 3.00- 
5 3.16 (m, 1H), 3.15 (septet, 1H, J = 6.6 Hz), 3.36 (d, 2H, J = 7.5 Hz), 6.99 (d, 1H, 
j =-7-.5-Hz), -7.80 (d, 1H, J = 8.4. Hz), 7,86 (d, 1H, J = 8.4 Hz), 8.19 (s, 1H), 10.45 

(s, 1H). 
I a - 2 3 2 
mp 196-197 "C 

10 1 H-NMR (CDC1 3 ) 5 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.42 (s, 1H), 1.60-1.70 (m, 
2H), 1.88 (quintet, 2H, J = 7.4 Hz), 2.02-2.20 (m, 1H), 2.46 (t, 2H, J = 7.7 Hz), 
3.29 (q, 2H, J = 6.1 Hz), 3.48 (d, 2H, J = 7.8 Hz), 4.26 (t, 1H, J = 6.0 Hz), 7.76 (d, 
1H, J = 8.1 Hz), 7.90 (dd, 1H, J = 1.8, 8.1 Hz), 8.07 (d, 1H, J = 1.5 Hz), 8.39 (s, 
1H). 

15 I a - 2 3 3 

m.p. 151-152 »C 

1H-NMR (CDCI3) 6 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.40 (d, 6H, J = 6.6 Hz), 
1.62-1.69 (m, 2H), 1.88 (quintet, 2H, J = 7.3 Hz), 2.03-2.16 (m, 1H), 2.47 (t, 2H, 
J = 7.5 Hz), 3.21 (septet, 1H, J = 6.8 Hz), 3.23 (q, 2H, J = 6.3 Hz), 3.48 (d, 2H, J 
20 = 7.5 Hz), 4.43 (t, 1H, J = 6.0 Hz), 7.76 (d, 1H, J = 8.4 Hz), 7.91 (dd, 1H, J = 1.8, 
8.4 Hz), 8.06 (d, 1H, J = 1.8 Hz), 8.36 (s, 1H). 
I a - 2 3 4 - •■ 

mp 219-220 °C 

1H-NMR (DMSO-de) S ppm: 1.28 (s, 9H), 1.30-1.50 (m, 2H), 1.74-1.88 (m, 2H), 
25 2.83 (t, 2H, J = 11.1 Hz), 3.20-3.32 (m, 1H), 3.94-4.07 (m, 2H), 5.94 (s, 2H), 6.77 
(d, 1H, J = 8.8 Hz), 6.82 (dd, 1H, J = 1.8, 8.7 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.11 
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(d, 1H, J = 1.8 Hz), 8.38 (s, 1H). 
I a - 2 3 5 
mp 280-282 °C 

1H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.26-1.57 (m, 4H), 1.86-2.03 (m, 4H), 
5 2.38-2.50 (m, 1H), 3.00-3.14 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 7.29 (t, 1H, J = 8.4 
Hz), 7.43 (t, 1H, J = 7.5 Hz), 7.73 (d, 1H, J = 8.4 Hz), 7.96 (d, 1H, J = 7.5 Hz), 
12.27 (s, 1H). 
I a - 2 3 7 
mp 204-205 °C 

10 1H-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.29-1.61 (m, 4H), 1.75-1.98 
(m, 4H), 2.78-2.92 (m, 2H), 3.15 (m, 1H), 3.29 (m, 1H), 3.38-3.51 (m, 2H), 
3.78-3.89 (m, 2H), 3.94-4.06 (m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 7.10 
(d, 1H, J = 7.8 Hz), 7.31 (d, 2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 3 8 

15 mp 128-130 °C 

1H-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.41-1.53 (m, 2H), 1.55-1.68 (m, 2H), 
2.44 (t, 2H, J = 7.2 Hz), 2.98-3.07 (m, 2H), 6.90 (t, 1H, J = 6.0 Hz), 8.16 (d-Tf. 1H, 
J = 2.1 Hz, 8.7 Hz), 8.29 (d, 1H, J = 8.7 Hz), 8.70 (m, 1H), 10.91 (brs, 1H). 
I a - 2 3 9 

20 mp 256-258 °C 

1H-NMR (DMSO) 8 ppm: 1.26-1.53 (m, 4H), 1.26 (s, 9H), 1.76-2.00 (m, 4H), 
2.23 (s, 3H), 2.39 (m, 1H), 3.04 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.57 (d-d, 1H, 
J = 2.4 Hz, 8.4 Hz), 7.97 (d, 1H, J = 8.4 Hz), 8.12 (m, 1H), 10.26 (brs, lH). 
I a - 2 4 O 

25 mp 288-290 °C 

iH-NMR (DMSO) 5 ppm: 1.26-1.53 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 4H), 
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2.40 (m, 1H), 3.04 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.07 (m, 1H), 7.75 (m, 1H), 
8.07 (d, 1H, J = 8.4 Hz), 8.29 (m, 1H), 10.36 (brs, 1H). 
I a — 2 4 1 
mp 249-250 »C 

1H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.34-1.50 (m, 2H), 1.79-1.90 (m, 2H), 
-2.74-2T9«-<mT^H)^3.32-(m ( -1-H), 4.02-4-14-(m, 2H),.6.91 (d, 1H, J = 8.4 Hz), 7.94 
(d, 1H, J = 9.0 Hz), 8.04 (d-d, 1H, J = 2.1 Hz, 9.0 Hz), 8.60 (s, 1H), 9.76 (brs, 1H). 
I a - 2 4 2 
mp 250-252 °C 

1H-NMR (DMSO) 6 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.24-1.54 (m, 4H), 1.76- 

1.88 (m, 2H), 1.90-2.01 (m, 2H), 2.21 (m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J = 8.7 

Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.72 (brs, 1H). 

136-0290 

mp 250-252 «C 

1H-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.28 (s, 9H), 1.35-1.52 (m, 
2H), 1.78-1.92 (m, 2H), 2.20 (s, 3H), 2.81-2.96 (m, 2H), 3.33 (m, 1H), 3.96-4.16 
(m, 3H), 6.92 (d, lH, J = 8.7 Hz), 7.27 (d, 1H, J = 8.1 Hz), 7.60 (m, 1H), 7.66 (m, 
1H), 8.06 (d, 1H, J = 7.8 Hz), 8.14 (brs, lH). ' 
I a - 2 4 4 
mp 211-213 °C 

1H-NMR (DMSO) 5 ppm: 1.29 (s, 9H), 1.35-1.52 (m, 2H), 1.81-1.93 (m, 2H), 
2.83-2.97 (m, 2H), 3.32 (m, lH), 4.03-4.14 (m, .2H), 6.93 (d, 1H, J = 8.7 Hz), 7.55 
(d-d, 1H, J = 2.1 Hz, 9.0 Hz), 7.94 (d, lH, J = 9.0 Hz), 8.29 (d, 1H, J = 1.8 Hz),. 
8.78 (brs, 1H), 9.19 (s, 1H). 
I a - 2 4 5 
mp 196-197 »C 
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1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.73 (m, 4h), 4.99 (s, lH), 6.79 (d, 1H, J=8.7), 7.13 (d, 1H, 
J=6.8), 7.22 (t, 1H, J=6.8), 7.49 (d, 1H, J=6.8), 7.72 (s, 1H), 9.78 (s, lH). 
I a - 2 4 6 
5 mp 242-244 °C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.65 (m, 4H), 1.8-2.0 
(m, 4H), 2.23 (m, 1H), 2.71 (m, 1H), 3.06 (m, 1H), 3.43 (m, 2H), 3.93 (m, 2H), 
6.79 (d, lH, J=8.7), 6.91 (d, 1H, J=8.7), 7.20 (t, 1H, J=7.5), 7.40 <d, lH, J=7.5), 
7.53 (s, 1H), 9.76 (s, 1H). 
10 I a - 2 4 7 
mp 242-245°C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, lH), 3.74 (m, 4H), 4.94 (brs, lH), 6.79 (d, lh, J=8.7), 7.38 (d, 
1H, J=8.7), 7.52 (d, lH, J=8.7), 9.76 (s, 1H). 
15 I a - 2 4 8 
mp 272-274 °C 

1H-NMR (CDC1 3 ) 8 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.62 (m, 4H), 1.8-2.0 - 
(m, 4H), 2.22 (m, 1H), 2.68 (m, lH), 3.05 (m, 1H), 3.41 (m, 2H), 3.92 (m, 2H), 
6.79 (d, 1H, J=9.0), 7.15 (d, 2H, J=8.7), 7.50 (d, 2H, J=8.7), 9.73(s, 1H). 
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I a - 2 5 7 mp 179-180 «C 

I a - 2 5 8 mp 227-229 °C 

I a - 2 5 9 mp 135-136 °C 
Pimmi NPYY5g:f|i(:|i)Pft5ifPtt 
5 k h NPY Y5 %lMW$: Ki~<£> cDNA IE£'J (W096/ 16542 ^§-#«0 Sr, IS 
^i^^- P ME18S (Takebe et al. Mol. Cell. Biol. 8, 8957) {^^u--^^t 
7t 0 #£>ftfcf§^* * — & LipofectAMINE f*^ Gibco BRLtt) Srffl 

^•C,?g:£*IBJI&CHO (i^ffilftig^lC tfc^ 0 -c F7^^7x?V 3 >UNPYY5 

10 NPYY5£^#£ 38 CHO ^ffllSd^IiiSi L^M#fpS:>2|5:|SP^{-#S^ 
^•felSt^ 30,000cpm <D[ 1 **I]'<y? J K YY (i^-^S 60 pM : T — * A|t|S) 
«t 4: IC % T yfc-ftt«# (0.1K W?I7 5 ^^tr 20 mM HEPES-Hanke 
pH 7.4) f-C, 25t. 2 BSP.SK ^^-v'a >Lfc^. 1% ^yxf 
l^W 5 ^feaLfc^7^7^^^-GF/C^-CJgii Ufc„ 50 mM Tris-HCl ttfff 

**7t e ^^^w^^-tt 200 nM^y*^ k yy#*et-c«ueu 

' Jh*YYm'&\zttirZ>&%Ht'&®<D50%mmfe& (ICsbffi.) Sr^fefcllnui, A. et 
al. Endocrinology 131, 2090-2096 (1992) #$*]«, £^ 1 *3 «t tf* 2 £3*?-. 
#360lfc«5fc'&tott* NPY Y6S*fr»2:»"f 6-5^^^ K YY (NPY t mm 
20 mfi) <Dfe&Zm%Vti 0 fiP*>#te-S-&i*. NPY Y5g^#fc*fLT&fQtt£* 
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t h NPYY5g^#£f§3i£-£fc CHO^fla^, 2.5mM J V -f^fr* l-fr*Vr 
(SIGMA tt) &&T-CB7°Cs 20#P*iK V* a V #3§W 

5 CiSm^MtSM'f^^^-^^U 50nMNPY&tf 10 

- -u- M- 7-*-^-= y > ( Sigma^t ) Sr-flD 7L X 30 # WW ~ <<_~^ aVUfc.lN 
HC1 £ 8s It SI? £flEih L fc. & ,±» «P © cAMP A £ EIA kit(Amersham LIFE 
SIENCEttSS) ilV^tjiS L-fco 7*/u^=» U >*fl*JJ: ±S cAMPfe*K:*ti" 
5 NPYOffli^Jf^ffl^ 100% t NPYflsffltC*t-f 5**03 fc^S^*© 

10 50%M8« (ICbo^) ft*t*l-«4K*t. 
£ 1 





binding 
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* 2 



1-109 
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£ 1 ~&4a»fc, **Sli:ft5ftWNPYY 5^^W15r^Lt^ 

Y l&$»g8 (human neuroblastoma, SK-N-MC)R« A *3<ttfY 2&&mi& 
(human neuroblastoma, SMS-KAN)»t»i&*ttffi tt^« 1 i 13 «l © # £ "C 
fsm&mv NPY Ylg£#*3 itfNPY Y2g»frfc*H"5ft*H4*89£ Lfc„ 

1-27. 1-32. 1-41, 1-45, 1-46. 1-47, 1-48. 1-49. 1-59. 1-61, 1-63. 1-64. 1-66, 
1-69. 1-72, 1-152, 1-154, 1-204, 1-205, 1-212, Ia-3, Ia-5, Ia-6, Ia-12, Ia- 
16, Ia-17, Ia-20, Ia-21, Ia-22, Ia-26, Ia-28, Ia-29, Ia-30, Ia-31. Ia-32, 
Ia-33, Ia-37, Ia-39. Ia-40, Ia-50, Ia-51, Ia-54, Ia-62, Ia-67. Ia-124. Ia- 
126, Ia-139, Ia-140, Ia-142, Ia-178, Ia-199*5 X l>'Ia-200©NPYYlfc i VY2 
%m # ** i" 5 Binding lC b0 m I* 100,000 nMU Jb "C* fo 9 , "T ft t> NPYY5g S 



mmm 1 

its®) ( 1 - 1 ) 1 5 m g 

1 5 m g 

%m 1 5 m g 

JfeStt-feA'n*-;* 1 9 m g 

tK V t* — /VTA'a —A' 3 m g 

3 0ml 

^rry^s^v/^ 3mg 
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{fr&to (1-2) 1 0 m g 

^f7 V A 10mg 

9L'|f 8 0 m g ............ 



si shot 3 ieu 

^3"* (1-3) 3 0 g 

9L* 2 6 5 g 

^fTpySv^v^ 5 g 
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i.^(i) 



R -S — N-X— Y— Z 



(I) 



II l 2 
(O)n R 



10 X ft 

g&g £ W b X T -b <fc - c o - fa®. T =■ u ^ * 7c 



LTV^t> <fcV^* a = MS** LXl^-C t> «t V> t'v^ o 7A-* 

20 roil^;^!), p fe«tt>* q UT 0 *fctt 1 "CfoS) 



15 
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N R 2 - X - 14 



Q-u 



{ib°^ y ^y^^;>, fc° 



5 YttOCONR 7 , CONR 7 , CSNR 7 , NR 7 CO|fclJNR 7 CStfe 
Z»l*I%lfLX^tt>±^fi«7M^ LTV^fc J:V^ft7 

N P YY 5SSWi. 

15 TA"¥/K IISS:f Ut^T t «fcV^®T/V->5r-/K fll&3i;£r^i'L'CV'*T'fc>«£ 
v^fijRTyua^; ftlfcasfctfL-O^-cfc iv^fls**!***, S^S!rttt 

J:V^*#3~ 1 0 OT/Hf-A'-efcS) , «#tf>«£HSf! 1 3gfS$©N P YY 5g 
20 S^^St^Jo 
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«5fflg* 1 JSfEiK©N P Y Y 5 g^ftt£#C#Jo 

mmm 1 3S~&3 jg©v^fta>KfB&©N p yy 5g^#t£#t#Jo 

6. &£#UfliiJ3JT-;fc3, »#©M»i*~*4*m»-ffta»R:1B*«>NPYY 

7. it^OSSam 1 «-l4«0^f*li»KB«ONPYY 5 £^#}£*7i;8J©te 

s. »*©«H»i*-»43jC©v^ir*b*»K:e«l©NPYY 6 
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